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7i=;>, 77 yv^' # J: t//£ fc Jii£ft7yi' =» /wtK — yu) ; 

tt7^^r^;U ; (S|7^ ^ is$ s]st$=. ^iS^T^^r^/V ; 
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;v ~7 r ■=& -Y A- ; 

20 Ili^f Ltv^tt)iv^7^y ( r r till i i£ ft 7 yw yw x &m £ 
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y ^v, > y ^ai is y h y r y y /w << s ^y tr y ^/v, h y t y n t° 
25 y -y^, ^ ^y/f 7/y^, t^yy fy^y^;K ^t/y^^, ^/u/k 

^y^y y;K -y- 7 ^ y v 5 — /W v?t Kot°y vvK fhyt Kn^y y;K "r 
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— /K ^^^7 y /U^<Z5 3 cz^5£fi ; v'd-^-y- — /K 

n y~/K ^^^/y-^/v^ ^?y/y-;K t°7/y^-^, t o 7/!)-/K 
7h7t Knfr / y /u, ft-n Kn-f y^ry y /H£<75#7?#$^7r n^5£ 

rs^S^^" L-rv^r t J; d^^Sj <d g m X _k we rtii^^L 

"S o 

r ®i tit. *?-ui/fri~6m. »*u<{i2-(ia~6fla, $ 



R'-S 

II 



(O)n R' 




(O)n 



15 



WO 01/37826 



PCT/JP00/08197 



O. 



0 0 O -efcs 



<t iw) }i -c 9 , n * b< ti^^w^v'^-^vs^fi^^^v^^-^v-efeSo 

rv'^nTy^l/yj t(J, _L IE r *y ? xs T ?v * J ^feTkiJS^Sr l oli 

^ D w ^ ^ ^ tfS £J £ L- V"> 0 

io r y # u t ;v >r — . u- >- j t J* „ _t 12 ^ n r w ^ cd at 6> jfe < Hi 
ft'-/^o7;^kyj t ra „ -h IE rt'v^p7;i'^;i'j a> b $ e> m tK * * 

loiV>t-C#5i^Stt5, Irft^Cttt'^^n [2. 1. O^^y^U 
y , t-'v-^D [2. 2. 1 ] ^ 7° ^ ^ W >- „ f'v-^n [2. 2. 2]^^^U 
15 y > b* V ^ P [ 3 . 2 . 1 ] ^-^^•U^^EiS^tffetLSo 

b° y *yy /K b° y 5 v^v^-OK lf9 v 5 ^ ^ /K t°o y s/y^>f fctt 
t°n-;u^/i/-Cfc t> , «fc 19 U< «b°-< y ^y^-f;K*fc5. 
20 rry-i/yj t _hl3 rry— yvj a^**^^^ i oBfev^t-e^s 2 

r^^nry — wvj tt* % ±15 r^f nf^A-j ©5^. ^#JS'tt£W 
i" 5 t cd £ -S, -g- i~ 5 o * 6*) b° n — A- *? <J A? , >C 5 ^ V — *J <{ , t°7 
y — A- „ tl^yv?^K b° y ^ v 5 ^ v 5 A , fH^^v^^/V, b° 9 
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9 J 1/ *J 4 As , b V T V — /U 9 J -f fls , b V T i? 1/ v 5 -f /U % 4 y^^ff /-yWv 5 ^ 
5 I'S^ltrf l*CV , 't t J; V"6ii7;V :J f i^yj ri^l^f Lt^Xt J; 

10 v^A-j 33 <fc t>* rgiSSrt LXV^Xt) ±V^t°-<y v?=. w^j ©iiii LT 
v-, 7? 7, i!7;^/i/7 5: y , 7^;v, * ^ ^ it »M7;w 3 ^ 



- N \-u— 



15 -NR 2 -X-;$S ^ T*fc5i^,lfSl<llU^f^Sf;l^ 

- n 3-£- , -»0- , -Ov * fc,± ~ N 3- 

it b 11x^^7^^^^^^ ro^il|l©S ; -T b V <? J»-£frte* V V J*m<DT 



17 



WO 01/37826 



PCT/JP00/08197 



m.^ & m if z> - 1 ifi -e # s o 

T t J: 

*3«tOf»3t-t"«^fe«, WiiJD e s i g n of Prodrugs, Els 
10 evier, Amsterdam 1 9 8 5 tEiJtltV^ 0 

WX-t£. ( I ) ^^/ut^i/SrffS^ii, fls-g-fe ( I ) 

£ fdteft^-^ (I) <D#A'tfaris t Mm fcT 5 V Sr R £ * 5 r. <fc «t 

15 fcia.ri, ste-a-* (i) Kn^^^ftst^tt, ^jx-wr^-a- 

-Br 5 r <b m «fc <9 «5t S 5 T i 5 K9 y 

mx-t£. *mw\z.&Z4k&V!) (I) tf s T ? y ^ft5i^li> (i) © 

^^m\c^^>{\L^m (i) ^^^Sin^^ttst^t ra. 9*sfr. pf*j- 
*&mz.%z>\\L^m (i) ^zis^^tt5i^i-E^i3ii;zf$^^ 
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[Y = C O N R 7 



R 2 r 

R^JHN-Z2 R 2 QN. v j! z R 1 -SQ2-Hal 4 R i ^ z 



R^QN-X-C0 2 H 
1 



ISA 



•N 

3 * 7 

* lS HaN 




(l-B) R 

5 StlfB i l^ftT'feS) 
IIA 

^iia^^M*. o °C~ 5 0 °CX*'mfr~%:mm5ifc £*5 0 tIiLtttrh7 

10 -^V-Jf^, =^ V ^ , V^n^^-i^>', ^ ^ ^ , ^ tt cz 7ft /V , |£ 

at^/K SElfe^^vV* ^^V. ^IT 0 ^^ v^^lf^ T-feh^, T-feh— h 

15 3 4rSfe»c J: 5 M&m U g W-fb-frtt S-*f JtSi" S IiS R 1 Sr^f 5 * 

/i^^/wn^^ K4 tiSyi&Jggl*, o°C~ 5 0 °C-C^c^~ftB#raSi£$*tL(i 
n7jS2-efeS^L-g-#) (I - A) 7J5#btL-5o iLTH7h7t Fn77^, 

•t tt © #6 -S- iS & # 2 s M tg -e & 5 „ 
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ISC 

3 tiilR 1 S:ft5^;V7^ -,1^5^ K 5 %Rfc£l£X n = 1 T? 
h%4k&m (I-B) 4r#SittT?#S 0 RJSA#W:-hlBI@B £ ^it'feS, 
X@D 

5 igct?H6iifcft^«i (i-B) 4r*ifcK: J: »>IMfcRj£:fcti-*tf, n = 2 t? 
feS-ffc^* (I -A) ^S^F,tb5 0 It-ffcJWi LXttm-^ nnjfiSSfA*!!, illt 
Eft. iSSftflSTKaff. IF!) ig<t h U h 

y <7A. ig-v^tf y ^A^fgffl-rs :i^t^ s/£jso°c~5 o°ct- 

10 /U:n — f^, iJ^op^y, "<v£>\ ^i/V-^. v-^n^^r-^V, 

^^•y-^, ^pp^^A, gj-iftai^yK I^M^^vK — -79^^ *J 



15 X^/>/KHlo©N^^^*, Ji»o0ENS?iSZiOtt^tttS^ 
^ nffte^ ^-CS>S#-g-^fi> ( I - A') *3<};t>* (I-B') «TfB(D^-fe 



O R 2 
" R 

5l S.ij„| 5 \ pi 



•7 /"""^ R 10 Hal 0 1 R v^Ny~N 

*hn-Qji-coor __ , r v N^y COQR g iQg-H 

6 O ? w 8 

° 2 

& 9 »Vo^ — -"VW 

6 ^ 0 7 IiD o N o R 



IfS F u R 

(i-B 1 ) (l-A 1 ) 

20 X|£C 
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HE 

ilB-CWfc-fk-fr* 7 *aa***SE4>, M«1L, ft^*8S:#5. 

/u y ^ £ A±£#££ffl v>5 c <b sJS-C* „ »IHTIifh?t KB75 

o°c~ l o otfM-S+^rasifJ^tHtf £W 

K H MR^S-^-C-fk^* ( I - B') ^'#5. Kilt Ltli^xli7i/^i/, 

mm^m-r h v v ^ t&x% z 0 mmt ltut Fn77y, 

^vV, ^>-^^ N ^7°^^, v^^iJ-^, 7-fe hy, Tt F-MJ/K — 

20 fls-fr* (i-b' ) £±isxfiD t mm^^it^^tx^m (i-a* ) 

[Y = NR 7 CO 
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10 



A. 11 i 

R 2 HN-X-NHR 7 Hal — R 2 HN-X^Y Z 



R 2 ? z 

R 1 -S0 2 -Hal 4 "V^x^Y 

O 



10 



IgG 



12 



IfMB 



O x O 



(l-C) 



Rl '"' Ha ' R 2 R' 

R -VV 



IgD 



S 
ii 

o 



(l-D) 



(5£*. #iE-e-f4H&iE k mm) 

*i* . -fk-s-* i o kfc&m i i fcs&ifc-e-s. s^^#i4igB t ra«-c*s c 

febflt^k^lfo 1 2 £_h!SXfgB t |Wj«ldR^^-&T n = 2 X*foZ>it&%) ( I - 

C) £r#5 0 

IgCfeitflgD 

(i-d) ^ <t %-e# 5, 

[Y = OCONR 7 CD^-g-] 

R 7 

, OCN-Z 14 R 2 HN 0 fsj 
R 2 HN-X-OH X Y. 



13 



XflH 



15 



15 



1 ^.Hal 



R'-o- 



XfMC 



1 R 2 R 

vvv\ 

8 ° 

16 



X^D 



R 2 R 

o o 



(l-E) 



Y 

o 



(stf, # is #w atria t nag) 

XfSH 

3 j&ttjKo^flETSfctt^^TT? o °c~ i o o °c-em^-~m b P*0SJS $*r-fb: 



22 



WO 01/37826 



PCT/JP00/08197 



^^f->^ ^nn*/UA N ftlftai^/U, ^^9^, 

5 XfSC*3 ct tFXfID 

r. 5 OT#<btbfclt:^ l 5 4rIiC*3J;OtIgD <t IPI«l©*ftK:#*Wr*» 
MKi«5'fk'&*J (I-E) £#5 d £ j&s-Ct 5„ 

[Y=CSNR 7 £fct3NR 7 CS 
10 Y^CSNR^fcttNR^SX'feSft'&i (I) * S > Jb 

E©*ffiOV^f tl^X'fig UfcY^CONR 7 £ fc N R 7 COt*fc5j^ft 

( I ) t D — y >f£^ (Lawesson's reagent) $ fc (4 3l fift -ft «5 
A/£jiI^ 3 0 °C~ 1 0 0 0 C-e^^~mB#^S^ $ - it<t!3#p5 

15 — ^ /K i/^nap<^^, h/woo, ^>^if^ N ^i/U^ s i/ ^ c ^ *c V , 

^^ty v r?nn*/VA N fflftai^vv, SlflfelT'^vK ^Zffl/. v 5 ^" 
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;v*;^7; K, v? a: 'f- >v ai — 7- ^ > i/^nn^^^, h/HV, ^V-tfl^ ^ 

v-U-i^, v'^n^^ih^, ^3f--t)->- N ^ P q^yVA % ff^oi^/K 

-i^^V, T-frh>, T± b=- b V frts XZf^tibcom 

&mm&&tizm ^Hfc-cfc x> , iintm trys^ zfcgHb-?- h y 

10 ^ (I) {3Lj3V"»"C 

15 ^fb^-^s 

r 1 iV%n^y-efJ|$JitV^t iv^^^t 3—1 0 <DT s)s*/i<X*hZ> (SIT, 
R 1 y / n t°;w^fctt t - ^T'feS (£*T> R 1 ^R 1 - 4 it 

20 

R 2 ^^HfcB^it 1 ~ 3 ©7/^/K*fe5 (&,T, R 2 i5R2-lffe5 
its) 
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-©- 



■0- 



-0- 



y Itl^f btv^tt i^ft7x y^/^fcuiiilrf Lt 



-©- 



©- 



Xj&*ifc**C 2 ~ 6 <DT >\>*r ittzfe^tl^tl^ n ^ , t Kn^f-7, ffi^T 
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x^gii2~6©7;^^^ySfcli^ii5~6®V^^7;^^f^y•C&5 
(gT, Xi5x-5"Cfe5it5) fc&to. 
XH>^mW 3 ~ 6 CDT^* U^-^tci-i 1 , 4-V^n^^v'l/ytfc5 (KT> 
5 X«SX- 6 -C&5 -fk-g-*. 

Y^CONR 7 , CSNR 7 $fcliNR 7 COSf:|JNR 7 CSt'fc'), R 7 & 

7km^tz.i?.mmmi~3CDT;u*;i<x»&Z) (sat, Y^Y-itfcsits) ^ 

'a ^ > 

10 Y^CONH, CSNHStttNHCOffeS (J^T. Y^Y-2tfc5tt5) 

15 ^^5tSSfc«e^S^W UTV^•C t J;V^ — -r nil^S-CfcS (»T, Z tf* Z - 

Z^S- (CR 8 R 9 ) r-W- ( C R 1 0 R 1 1 ) s-V 

R 8 , R 9 , R 1 0 33 XXfR 1 1 L T 7k 3^3; J2 <M T * 

2J^_h<Z>R 8 , R 9 , R 1 0 *3 J:t>*/^fc{iR 1 1 <t t . 

20 £-^r © R 8 . R 9 , R 1 0 33 <fc T>* R 1 1 « M ft o T T t J: < , Wnm%%&, O, 
SjfclJNR ^ '2 t?3b 5 , R 12 «7kif. 6l7;K/^fcH7i^K'l)!), 
VfiTK*. S^XSr ; fi*L-"CV , >"C4jJ4V' , v'ii' n X ,/W df- A- % gj&£ £r ^ U T X t =t 

t ^ "C 'fe iV^r nilitlfs-Cfo 9 -> r 1 ~ 4 ©Ittfc 9 , sii0~4©ltt 
25 fcS] 
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(CH 2 ) r-W- (CH 2 ) s-V 

jSS (^^tttlil^Dyy, t Kp*v, W7/^;K ^Dyy {fit 
5 T/v^a^ i£^7;V3 df- M7/^ = ;v, T ^ y , H7;^^r =■ y „ 
TvvK *;U/J-:^v', iiR7/i'3*v'*/l'**^/U > 7 * — « ¥ St © ^ a 
7y-;W "Cfct), r fit 1 ~ 4 ©SEIK-Cfc D , s |10~4©Ittfe5] 

Z^S- (CH 2 ) r - W - (CH 2 ) s-V 
10 WlJlfe^, O, S, NHSfcBNMe-C*!), V fi^rft^tbgmX * 

;v^;l/75;) T? <9 . r IJ 1 ~ 3 ©Sit'^fe 5 , s jJO S fell 1 "CfeS] 
(l^T, Z^z-4tfe5tt5) It&W, 

15 z^gj|s^tfC^T% «fcv^te7fc*at5fc£ 
[ n £ T-gJ&fi til^a^y ; t K p ^ •> ; 

^ V , T A- = v- iJ /v si? — ^ , 1/ T y *3 X X*/ 7t « 7 a — 

/V) ; 

^/wr^y. v/^p7;v^;k ->7 y *3 i tK/s fc u gt^X) ; 

v':? P 7* A-^/V ; -> ^ PT/V^r^t^y ; T As ; <S f& T )\> /V ^ ^" ; # 
25 ; Il7;^;l'*/^^^;l' ; v-^ a T /V # /V ^E- -Y /V ; t F P # 

w ? y ; 
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5 J; y 3i — /V ; 

{g & T * /V .X /V 7 -f = A- ; j& {& T A- * ;V X ;V 7 y ^ -Y As ; > 7 D T A- 7* 

— ha ;^7y ; T/U^ui^i^^^iy ; -(S M T "C g ^ ^ tt T v ^ T t J: v ^ 

± b F n •/ ; 7 A- 77 y° h ; ^ a V ; <S IS T A' * /V ; 7 7 n T /U ^ ,v ; 
H 7 ;V a ;/ ^7 ;I/ # =. ;V ; 7 /V ; 7 ^ 7 ;®17^3 =¥77J^#'-^7 $ 7 ; 
*;l//^^f;l/; t^fy ; 7i-^;6S7;V3^fv'7i^;l';^Dyy 7i^ 
;V ; ^y=- nftsSS^ it*/* y) ; 

15 4S>&7 A-^ A--Cfil& $ ftT t> ± V^t 1 n It* >uafc=./u ; ^ v 1 p m^r* *s ; 
i&B.T As*c;UX*WWl £ ftT V^T t> «t T n Si t7 A- 4? — A-] 
T*fc5 (£J.T> z«sz-5-?*)5it5) ik&m, 
z flSBlfegSr^r Lt^t fei^7i-;v 

20 3 V# A- 4? — /V , 77 / i t>VSfc(5 7 x = tlTV^X t i V^iS 

ft7;U^r^ ; {Sif&T A a 7 * /V ^ — A-{&if& X A- — A- ■ ^a^y, i&BT A- 
^dfv', (£ T /V ^ # V * A- # — A- , v' 7 d 7^^r;Wfc itF/4fc(i^TDg 
itlT'gl $ ilt V^T t> ±V^fiiR7;V3 ^7; 7 7 n TA-=¥A- ; 77 a T A- ^ 
;^Jf-7 ; T 7 A- ; {£ jR T A- ^ Hr ; U >l"< 4 ; T A * A- 77 =Z 

25 -Y A- ; {gf&TA-^A-, t Kn^r7ii7;V^;l', TvvK i»7;l'= ) r^X;l/* 

= /v*3 «t a?/* fc tt y a -/K'tft $ fix v^x t>iv^7? y j^nyy, 77 
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7 , 7 i ^/V'fc £ XJP / l£ tc ^ & M&£s~CWtl$: & tlX \ t> <£ V ^ y m — ; 
fiar/^/u^yvyr*^^; -> y o r ^ y; /v 7 r * ^ ; — h n ; T 

^-V; ; fc Kb J E-v'> ^n^y, 4£ 0 T A- > {£ jR T >\> 3r V # sU 

5 =■ vK 7; A D jv/<*t «( /K y ^ ^ A- , Any;7i-y>, — n H it £ 
J:7>*y':£fcite^^y-CMg|£;ftTV^>kJ:v^ ^n^^;K;^^ci^^-dr->; 

fc5 (KT, z^z-6tl)5tt5) \Ys^m, 

10 fl^l tii^n^y ;Aa^y, t Fn^v, liT/^^f^*;^: 

*3 J: IF/* fete n r /H;K'ij|$ tlX V^T J; ^«7^3 *r V ; V y 
d7;V^;V ; V y" nT/l'^/l't^v' ; T vvw ; 6ft7;V^^f t ; ilT^^f 
/v^7 ; fiift74'*;i> 4 fc Kn ^ v'fift7;v^/v, 7v/;^it>ys 

15 fcH7in^-CtI§tttV^t) iV^7 5 7 ; t"^ V *J A* X $ tl X V> X 

^^7x^/1/; ^^dT/I/^;^^?;*^^; T A' W ^ ^- ^ v" ; 7^7 
V ; 

<SMT/W=3f tiX^X t> <£ V ^ -^E- /V tf; y ^yl^t) L < fii •=& afc U 7 ; t K a 

^V, iS|7/^/K ®t7^3dfv'^^!|fi;v, 7x=;l/, ^D^Vy^—A- 

^E--f «t t>V* 7tte^=¥ yt?ii§ tbTV^T t> <fc fc°a y ; 7x^;U* 

fete fc° y 5 '7;vt'li^tlt^t % J; fc°^5'7-^ ; v 5 fc FofU *J>v • t° a 
y /u ; t"p y ; ^p^7*5 it^V^fctefei&T/i'^/u^gl&^tL-CV^ t <£ 
V»-f 5 y* 7* y /V ; K"9 / !J ^ ; f x ; f 7 / y yU ; 7!);V; t^t y* V 

25 ; -r y ^-df-y-y y a* ; M7^^^fcit>vsfcii7x-^-eti$tLT^t 

t i V ^ r F 7 y y ^ ; ^ y F U - ^ ; ^ y F y ^ ; r F 7 t K n 7 V A* ; i&B. 
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i^r h7t K n y y f-T / V A* ; Jr* VtEU ^ix-CV^tiv^i/yt: 0 ^ — 
;v ; f F 7 t K a t° 7 - ^ ^" ^ ; t h 7 t K n y y ;V # * > ; m T * >v 
£ tbT V^T t «fc v^/v* y J *jV-fc=- ;v i I>V S t iifiS 7 ^ ^ 

* T /u # /w* * ®»7;^;^;w* y y *5J:iJ«/tfcli 
10 y 1 h7t KDt'7-/v*^^) -C & 5 (KT, Z^z-8tfe5tf5) 

t»7^^;vf TvvK #/U/j?^v\ ®S7/W3^i/*;i'^-;i,, 75;> 
20 7^7/!);K fc°y v 5 ^, t°y^i/ — /V n f^v 5 — F!J7^/K -Y ^ F V 

/k -Yy-fy fu^, v k y — /u, y y ^ k y =>k -f^^/J^ ^ y 

f7-/K ^yXt^-t/y/K ^>-y^3i=:/u, ^y/f7/!)yy ^oy^ 
7 9;v, Tj/w-^yy/K y y >\< (nttiiiii 

25 f£^T^=¥/W ; ^c^yfiiRT^^A' ; ifR 7 ^ =» ; M7;V3^-y*/^' 

~ ; T ; ®I7;V 3 ^ V*^^-/HS^7/V^;V ; 7 /V77 y h ; ^rfl^: 
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10 



15 



20 



25 



«:7 ^ 7 ; 7 y ; - h p ; V ; *5 J: T>V * fc »* T >V ^/Vft^ $ 

ntv^fciv^yu^ijy) "CfeS (KT, Z^Z-i 0"C&5tt8) 

U/K -y^yy7y^ s t° 7 -/W -^i/^-^^A-J; fete 

i&mr su3c;-u^t;U7t, y y is it^^y^fc&s^/^fb^iR^ftS 1 W 
Jb©S) (BIT, Z^z-l ltfeSitS) te^fcK 

R 1 ^SRl-2i?fei9, R 2 ^R2-2T*fci9, n #S 2 fc 9 , X, Y & <fc t>* Z 
OlE^^^-^ (X, Y, Z) ^j^T^m^^^^T^fcS'fb'^^I, 
(X, Y, Z) = (X-3, Y-2, Z-l) , (X-3, Y-2, Z-2) , (X-3, Y-2, Z-3) , 
(X-3, Y-2, Z-4) , (X-3, Y-2, Z-5) , (X-3, Y-2, Z-6) , (X-3, Y-2, Z-7) , 

(X-3, Y-2, Z-9) , (X-3, Y-2, Z-10) , (X-3, Y-2, 



(X-3, Y-2, Z-8) 

Z-ll) , 

(X-3, Y-3, Z-l) 

(X-3, Y-3, Z-5) 

(X-3, Y-3, Z-9) 

(X-4, Y-2, Z-l) 

(X-4, Y-2, Z-5) 

(X-4, Y-2, Z-9) 

(X-4, Y-3, Z-l) 

(X-4, Y-3, Z-5) 

(X-4, Y-3, Z-9) 



(X-3, Y-3, Z-2) , (X-3, Y-3, Z-3) 

(X-3, Y-3, Z-6) , (X-3, Y-3, Z-7) 

(X-3, Y-3, Z-10) , (X-3, Y-3, Z 

(X-4, Y-2, Z-2) , (X-4, Y-2, Z-3) 

(X-4, Y-2, Z-6) , (X-4, Y-2, Z-7) 

(X-4, Y-2, Z-10) , (X-4, Y-2, Z 

(X-4, Y-3, Z-2) , (X-4, Y-3, Z-3) 

(X-4, Y-3, Z-6) , (X-4, Y-3, Z-7) 



(X-3, Y-3, Z-4) 

(X-3, Y-3, Z-8) 

11) , 

(X-4, Y-2, Z-4) 

(X-4, Y-2, Z-8) 

11) , 

(X-4, Y-3, Z-4) 

(X-4, Y-3, Z-8) 



(X-4, Y-3, Z-10) , (X-4, Y-3, Z-ll) , 



(X-5, Y-2, Z-l) , (X-5, Y-2, Z-2) , (X-5, Y-2, Z-3) , (X-5, Y-2, Z-4) , 
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(X-5, Y-2, Z-5) , (X-5, Y-2, Z-6) , (X-5, Y-2, Z-7) , (X-5, Y-2, Z-8) , 
(X-5, Y-2, Z-9) , (X-5, Y-2, Z-10) , (X-5, Y-2, Z-ll) , 

(X-5, Y-3, Z-l) , (X-5, Y-3, Z-2) , (X-5, Y-3, Z-3) , (X-5, Y-3, Z-4) , 

(X-5, Y-3, Z-5) , (X-5, Y-3, Z-6) , (X-5, Y-3, Z-7) , (X-5, Y-3, Z-8) , 
5 (X-5, Y-3, Z-9) , (X-5, Y-3, Z-10) * ft fit (X-5, Y-3, Z-ll) 

#3SW©N P YY 5ffMSlBN P YY 5 © BB-^-f 5 ^.fe^JKf-^Sft 

«M«N P Y Y 5 g^flelSlftjlFJteN PYY 1 *5 itfY 2 
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rmm^m^m^ btizmmcmm u-c&^-rtu* «tv>. ^gpjs^it, wz.fi 
flirts-*. «rts^f©a*f«, 4* ah &&»Jix*!h ®a#j^, ii^^v^e> 

mm, mum. ft&mm<D&mw.mmmi)mb*&m^m^xm&\,mmmmt 

fny Fv#§h ^g^Ji LT«*^*>^^f-^-fe/wn-X, *;w*>v'^f;i' 

iBateSh ?Ub#h ££te»h is##h #MJ^£ii:i:M lt ti< s ftps 

20 *»W»C«5^#»©tn:JE«fl||*fctt«*fll{W*J i b-C©K4-ftfi. 

V^s, figAl;lPg#tS^, ififif 0 . 05~100mg/kg/B-Cfcf), 
»SL<liO. l~10mg/kg/B ©fSHrt-CfeSo ^fenft-S-©*^^* 
S-S-ftK IE £ 9 * # < 3 ^ 5 , 0 . 0 0 5~10mg/kg/Bffc^ 

25 $fSt<»0. 0 l~lmg/k g/H©IEirt-efc5„ r tL^ 1 B 1 0~miHj 
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20 



mmw 1 (1-7) (D&m 

m 1 is 



O OEt 
N^O 



-C0 2 H 




H 2 N- / Na 2 C0 3 



q y-C0 2 H 
N- 




MoL^.lm.lS Mo?. 1 Wt 1 : 3 2?7 4 25 

ftift^ h y ? A (995 mg, 9.38 mmol)&7k 30 ml ^MM b, ^/l (1.0 

g, 8.53 mmol) £ N-^/Wtfco: h^v'7;5';W? F(2.49 g, 11.4 mmol)£r AP X.SIT' 
10 -«!t#Lfc 0 &^KJ&*£(c?5|iM£;tiPx. P H l <t Lfc. Wt±i b^^ H B H ^7R^fe b 

tgits <b e i.72 g nx* 82%-e#fetLfc 0 

iH-NMR (CD 3 OD) 6 ppm: 1.59-1.77 (m, 4H), 2.34 (t, 2H, J = 6.3 Hz), 3.69 (t, 
2H, J = 6.6 Hz), 7.78-7.87 (m, 4H). 

^CO,H 1 (COCI) 2 ,DMF P 
O ^CQ 2 H /CH2C|2 o ^? N ^> 



Q^O 2.4-t-Bu-aniline.Et 3 N^X 0 

C 13 H 13 N04 C 23 H 26 N203 
15 Mol. Wt.: 247.25 Mol. Wt.: 378.46 

m 1 I@T?#k*b7Mfc£ , *(1.0 g, 4.0 mmol) Sr^fiT?^ n u * ? is 5 ml^ 
f£$¥£*s ^K^T^-^rf- y A"^ n y F (0.459 ml, 5.2 mmol). DMF trace £rJP ?L 

5 ml £ 7JP ;e , *ftT /V7 = U y(664mg, 4.4mmol), 

(0.564 ml, 4.4 mmol) SrTJPxf;:. lit' 30 #KJ& * ^fcf , £ 7k fe it ^ 
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1.49 gft^ 97%T*#fe*L7t 0 

!H-NMR (CDCI3) 5 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.27-1.39 (m, 2H), 1.51-1.62 
(m, 2H), 1.72-1.84 (m, 4H), 2.40-2.46 (m, 2H), 2.56 (t, 2H, J = 7.5 Hz), 3.76 (t, 
1H, J = 5.7 Hz), 7.12 (d, 2H, J = 7.8 Hz), 7.33 (s, 1H), 7.42 (d, 2H, J = 8.1 Hz), 
7.71-7.73 (m, 2H), 7.83-7.86 (m, 2H). 

m 3 ig 

o 

1 ^""hn-O-x h 2 nnh 2 -h 2 o 

^-^ ^ H 2 N 




C23H26N2O3 C 15 H 2 4N 2 0 
Mol. WL: 378.46 Mol. Wl.: 



248.36 

10 ft 2 X.UX~'fetc4t&!&) (1.49 g, 3.9 mmol) ^rxf ^7^3-/1/ 30 ml 

t K7v?y lTk^Ptl (0.591 mg, 11.8 mmol) 50°C-C 3 B# M R JS & * „ 
?§^Sr®*b lmol/1 NaOHTkSriPJtWiftai^^-Cttm Lfc Q Sr*8: U*t 

*fltlft-v^.*'>^A-Oft«fcU^o ilt«UTSit5 <b 808 mg ft* 

83 %-e?#£>*l,fc 0 

15 !H-NMR (CD3OD) 6 ppm: 0.93 (t, 3H, J = 7.2 Hz), 1.28-1.40 (m, 2H), 1.50- 
1.62 (m, 4H), 1.67-1.77 (m, 2H), 2.37 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J = 7.8 Hz), 
2.68 (t, 2H, J = 7.2 Hz), 7.11 (d, 2H, J = 8.1 Hz), 7.42 (d, 2H, J = 8.4 Hz). 
1411 

P V CI 

/ HN-4 }—\ ' °° 
H 2 N-/ ^ ^-v HN- 

CisH 24 N20 ' 6O 

Mol.Wt.: 248.36 

20 |3 X @ T'f fc -ft ^J(808 mg, 3.25 mmol) ^Tk^T-Cv 5 ^ n n ^ 9 > 5 ml 

^y7°nt°;V^;V*x;l/^n!J K (696 mg, 4.9 mmol). MJxf ;W 
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7?y (494 mg, 4.9 mmol) &1)U7ttz a KfcWi & * ft T 1 H# g & $ -fr N gj£^ 

5 1H-NMR (CDC1 3 ) 5 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.27-1.40 (m, 2H), 1.36 (d, 
6H, J = 6.6 Hz), 1.51-1.69 (m, 4H), 1.77-1.86 (m, 2H), 2.38 (t, 2H, J = 7.2 Hz), 
2.56 (t, 2H, J = 7.5 Hz), 3.12-3.21 (m, 3H), 4.38 (t, 1H, J = 5.7 Hz), 7.11 (d, 2H, 
J = 8.4 Hz), 7.36-7.41 (m, 3H). 

10 mmm 2 n&m ( 1 - 1 o ) <D^m 



mi&m 1 M 3 JLUX*mtcfcSm^ tert-^^A-^A-:?^ u V F(689 mg, 

igmmol^ilFMixf;!/!^ (494 mg, 4.9 mmol) £r AP X. 5 K^S^M 
15 1 f 4 Ig i L t I Wft^ft L t. 

!H-NMR (CDC1 3 ) 5 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.22 (s, 9H), 1.30-1.37 (m, 
2H), 1.51-1.68 (m, 4H), 1.76-1.86 (m, 2H), 2.31-2.40 (m, 2H), 2.56 (t, 2H, J = 7.5 
Hz), 3.15-3.26 (m, 3H), 7.11 (t, 2H, J = 8.7 Hz), 7.42 (d, 2H, J = 8.1 Hz), 7.54 (s, 
1H). 




O 
11 




v HN- 

/ o 



clghuoNOOOS 
Mol. Wf: 35Z54 
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mmm 3 ( 1 - 1 1 ) <d^&. 
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rnCPBA ' % J 




\ HN— ' \ HN 

-M> ->*> 

C19H32N2O2S C 19 H32N20 3 S 

Mol. Wt: 352.54 Mol. Wt : 368.54 

%mm 2 X'mtz.fc&%>(352 mg, 1.0 mmol) £zfCr£TT?i^ oo^y5mlf 
mm^^t. mCPBA (259 mg, 1.5 mmol) Ttfc £iB. 1 8#FflK/S $ -M^fe & 
aftiSU, *SSSr 1 mol/1 NaOH, Na 2 S 2 0 5 , tK T*i5fe# U07jc^m^ V r> 

t5ilW«li J 338mg iR*92ST?#&*ifc„ 

!H-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.29-1.39 (m, 2H), 1.39 (s, 
9H), 1.51-1.68 (m, 4H), 1.76-1.84 (m, 2H), 2.37 (t, 2H, J= 7.5 Hz), 2.56 (t, 2H, J 
= 7.8 Hz), 3.19-3.26 (m, 2H), 4.20 (t, 1H, J = 5.7 Hz), 7.11 (t, 2H, J = 8.1 Hz), 
10 7.42 (d, 2H, J = 8.7 Hz), 7.46 (s, 1H). 

nnm* \t&m (1-72) <d&i& 
m 1 t.u 

HzN^v, sor , H,N. 



J Y^| SOCI 2 T^l 

^C0 2 H MeOH HCI k^ C o 2 M e 

C 7 H 13 N02 C 8 H 16 CIN02 
-I. Wt.: " ' n ■ ' v ~ 



Mol. Wt.: 143.18 Mol. Wt.: 193.67 

15 ^7^7 1 {i/*W, ^xW&fe&Vs) (1.0 g, 8.53 mmol) & * 9 / — 

>V 7.5mlti)5f t, 7K^T^^"-/V^ n y F (1.0 ml, 13.7 mmol) ^JOX^IX* 

fe H B H ^^Sl Lfco ^rftfc v^xf^x- ^/U-CSfe#^|^^f 3 <t g W*i8 s 1.25 g 
JR* 93%-e#fetbfc 0 
20 !H-NMR (CDC1 3 ) 6 ppm: 1.50-2.60 (m, 9H), 3.08-3.36 (m, 1H), 3.67 (s, 3H, 
C0 2 Me of cis isomer), 3.71 (s, 3H, C0 2 Me of trans isomer), 8.15-8.55 (m, 3H). 
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2 IS 



HCI 



- JL O mCPBA OS' N T^| 



C 8 H 16 CIN0 2 C 12 H 2 3N04S 
Mol. Wt.: 193.67 Mol. Wt.: 277.38 

^)v^^^r;v^ v) mmm is? 3 x@*3 xxsmmm 2 \znm<D&m tmm 

cis isomer 

iH-NMR (CDCI3) 8 ppm: 1.39 (s, 9H), 1.52-1.99 (m, 8H), 2.43-2.53 (m, 1H), 
3.42-3.55 (m, 1H), 3.69 (s, 3H), 3.85 (d, 1H, J = 9.0 Hz). 

m 3 X© 



^S N Y^i NaOMe ^S^V^i 

OO kA COzMe MeOH O'o KJ*, c02Me 



C12H23NO4S C10H23NO4S 

Mol. ANl : 277.38 Mol. W: 277.38 



10 J^NSf^/U* isT % F (19.4 g, 70.0 mmoK v^ft^ ^7y^fr©I^l!) £r * 
yU 30mnc?§^$-Br. 28% thy^^f7^h (28.4x111,140.0 11111101) 

^snx. 22 mmmmmw \^tc 0 mm^m^^k^ & & *;^-c*t« u moi/i hci 

£7kJ£T*g# L&^s fe, zkii;^ p h=3 i 5 * X*APx.s *J1 te ? o a *^A"Ctt 

15 &a (— *y-^-mm^?-^) tst, g^^w^/w^^r^ f (F7y^#) 

& 7.75 g 40% 7?#fctt/Co 

trans isomer 

iH-NMR (CD3OD) 6 ppm: 1.16-1.32 (m, 2H), 1.39 (s, 9H), 1.44-1.52 (m, 2H), 
1.98-2.09 (m, 2H), 2.14-2.29 (m, 3H), 3.18-3.37 (m, 1H), 3.63 (d, 1H, J = 9.0 Hz), 
20 3.67 (s, 3H). 
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B4 Ifs 

§ y> aq. NaOH ^s^V^ 

°'° ^"C0 2 Me MeOH °'° ^"C0 2 H 

C 12 H 23 N04S CnHoiNCUS 
Mol. Wt.: 277.38 Mol. Wt.: 263.35 

3- A* (4.71 g, 17.2 mmol) * ? / — /W 95 ml 1 
mol/1 NaOH (43 ml, 43.0 mmol) £ zk ?ft T*£f b * 3 s flp x. Sifi — b 
5 fc„ KJS*4r«ffiT»*Sb;/i:&, 1 mol/1 HC1 Sr^iftTSIM* b&tf* £, % p h=3 <b 

flrffi bfc b. bfc„ #fenfcffiS,F H £l? m 

& (^df -gjigfc a: ?vu) f5i, I #1%) <D % /Vt$^ 4.20 g HX * 93% "C 

iH-NMR (CDC1 3 ) 6 ppm: 1.18-1.35 (m, 2H), 1.39 (s, 9H), 1.46-1.63 (m, 2H), 
10 2.01-2.14 (m, 2H), 2.14-2.32 (m, 3H), 3.18-3.35 (m, 1H), 3.80 (d, 1H, J = 9.6 Hz). 

m 5 11 

d(coci)2.dmf » 

O O kA C 0 2 H CH 2Cl2 6 U^-y* 

CnHjiNOaS C2 3 H 97 N30 4 S Sf° 

Mol! Wt: 263.35 MoT. Wt: 451 .62 1 

gfl^/^'yl (5.86 g, 22.3 mmol) ^Ifi-Cv^^PP^^y 88mlt*fi?S 
7WT**ty/^n!J K(2.34 ml, 26.7 mmol), «f © DMF &j&n*. % ^ 
15 tfi-C 1 B#F^*# bfc, il^SffiTSib i?^ooy^y 115 ml fcj&P*. 

T=-V ^(5.05 g, 24.5 mmol), h y ;n^A-T 5 1/(4.65 ml, 33.4 mmol) & M 7L tz. 0 
11-C2.5 B^Wfti^s SJCS*fc*7K«:Ati,s * p p ^/VA-Cttm bfc 0 W$SJf 

/V*3 J:rJf^*-9-^*aijfe., #fffl b 7t St Ifr bfe 0 1M©7^ Fl£^7.00g 

20 ifcsp 70%T*# btLfCo 

iH-NMR (CDC1 3 ) 5 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.17-1.42 (m, 2H), 1.40 (s, 

39 



WO 01/37826 



PCT/JP00/08197 



9H), 1.60-1.78 (m, 2H), 1.98-2.43 (m, 7H), 3.20-3.43 (m, 3H), 3.67 (d, 1H, J = 9.6 
Hz), 3.74-3.86 (m, 2H), 6.86 (d, 2H, J = 9.0 Hz), 7.04 (s, 1H), 7.38 (d, 2H, J = 9.0 
Hz). 

5 mmw5 vc&m (1-2) <D&m 
m 1 is 




C 6 H 10 CI 2 N2 C 17 H 2 oN 2 0 
Mol. Wt.: 181.06 Mol. Wt.: 268.35 

glt^7?y (461mg, 2.5mmol)^7KftT^^nn^^ytl'S§*, mmt 
m (500 mg, 2.5 mmol), F !Jxf ;V7 ^ V(773 mg, 7.5 mmol)S:^ X. 30 ^SJ^ 
10 $ -tt-7t 0 RfcWi\Z7k s W a a * ^ ly^-hW^m^i^l^M ^ 1^ Jg zk L-M 
*«i^^^^-?At^iLfc 3 iI^iJ3£T®*t^Si It 100 mg 

15%T*#bixfc 0 

iH-NMR (CDC1 3 ) 8 ppm: 0.93 (t, 3H, J = 7.2 Hz), 1.30-1.42 (m, 2H), 1.57-1.67 
(m, 2H), 2.66 (t, 2H, J = 7.8 Hz), 3.50 (brs, 1H), 6.57 (s, 1H), 6.68 (d, 2H, J = 8.7 
15 Hz), 7.26 (d, 2H, J = 8.4 Hz), 7.39 (d, 2H, J = 8.7 Hz), 7.68 (s, 1H), 7.75 (d, 2H, 
J = 8.1 Hz). 

m 2 xii 




C 17 H 20 N 2 O C20H06N2O3S 

Mol. Wt : 268.35 MoT. Wt.: 374.50 

20 J-H-NMR (CDCI3) 6 ppm: 0.94 (t, 3H, J = 7.5 Hz), 1.34-1.44 (m, 2H), 1.40 (d, 
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6H, J = 6.6 Hz), 1.59-1.68 (m, 2H), 2.69 (t, 2H, J = 7.8 Hz), 3.24-3.35 (m, 1H), 
6.49 (s, 1H), 7.23-7.32 (m, 4H), 7.6 (d, 2H, J = 8.7 Hz), 7.79 (d, 2H, J = 8.1 Hz), 
7.85 (s, 1H). 



6 \t^m (1-31) ©-g-fift 

m i i*s 

H 2 N-^^"NH 2 BoC 2° „ BocNH^^"NH 2 

C 6 H 14 N2 C-,-,H22N202 
Mol. Wt.: 114.19 Mol. Wt: 214.30 

Hfi^T? > (8.37 g, 73.3 mmol) 4: "C v 5 3r ^ > 30 ml t L , Boc 2 0 
(2 g, 9.2 mmol)<^i^^-=¥ -9-^(30 ml)^^^JP^L7t o Sit 3 P P*flSJ£ £ 

92% (BocaO «2p)-e^#btLfCo 

iH-NMR (CDC1 3 ) 8 ppm: 1.07-1.26 (m, 6H), 1.44 (s, 9H), 1.84-2.00 (m, 4H), 
2.58-2.67 (m, 1H), 3.37 (brs, 1H), 4.43 (brs, 1H). 
15 12 Ig 

o. /= 



BocNH 



I-0--NH2 ^"fj A ll 



C11H22N2O2 C22H34N2O3 
Mol. Wf.1 214.30 Mol. Wf.: 374.52 

UttM 5 » 1 IS i I3«K1 tt g W*Sr#fc. 
iH-NMR (CDCI3) 8 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.26-1.42 (m, 6H), 1.45 (s, 
9H), 1.54-1.68 (m, 2H), 1.99-2.12 (m, 4H), 2.64 (t, 2H, J = 7.8 Hz), 3.43 (brs, 1H), 
20 3.90-4.00 (m, 1H), 4.48 (d, 1H, J = 5.7 Hz), 5.95 (d, 1H, J = 8.4 Hz), 7.21 (d, 2H, 
J = 8.4 Hz), 7.65 (d, 2H, J = 8.4 Hz). 
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10 



|3Ii 



BocNH^ HCI H2N TT1 £ 



n*0 

flSCJft Boc # (2.08 g, 5.55 mmol) £zlC?frTf^^ fvW 20 ml t^H 4mol/l 
HCl/AcOEt 20 ml fcflnfcfco 1 BfrWJRJS £ I,*:. M 

Ht@ W IS) /5 s 1.7 g Jfc* 98%-C#k;ftfc 0 

iH-NMR (CD 3 OD) 6 ppm: 0.93 (t, 3H, J = 7.2 Hz), 1.29-1.41 (m, 2H), 1.50- 
1.66 (m, 6H), 2.02-2.18 (m, 4H), 2.66 (t, 2H, J = 7.8 Hz), 3.13 (brs, 1H), 3.82-3.94 
(m, 1H), 7.26 (d, 2H, J = 8.7 Hz), 7.72 (d, 2H, J = 8.4Hz). 
|4Ig 

>^s- CI H 
H2N ^| o 6 ^_s- N T^| o 

C 17 H27CIN 2 0 C 21 H34N 2 02S 
Mol. Wt.: 310.86 Mol. Wt.: 378.57 



iH-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.5 Hz), 1.21 (s, 9H), 1.28-1.62 (m, 
8H), 2.07-2.14 (m, 4H), 2.64 (t, 2H, J = 7.8 Hz), 3.11 (d, 1H, J = 5.1 Hz), 3.20 (brs, 
1H), 3.90-4.04 (m, 1H), 6.06-6.14 (m, 1H), 7.21 (t, 2H, J = 8.1 Hz), 7.67 (t, 2H, J 
15 =8.4 Hz). 

mmm7 \i&m (1-3 2) 
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H 

C21H34N2O2S C21H34N2O3S 

Mol. Wt.: 378.57 Mol. Wt.: 394.57 

6 w mmm 3 * mm^ u g #j^£#7t 0 

!H-NMR (CDCI3) 5 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.27-1.65 (m, 8H), 1.40 (s, 
9H), 2.10-2.23 (m, 4H), 2.65 (t, 2H, J= 7.5 Hz), 3.23-3.35 (m, 1H), 3.49 (s, 1H), 
3.88-4.02 (m, 1H), 5.84-5.92 (m, 1H), 7.13 (t, 2H, J = 8.4 Hz), 7.65 (d, 2H, J = 8.1 
Hz). 

mmms it&vo (1-5) <D<a-f& 
m i is 

1 . (COCI) 2 , DMF 
0 2 N„S /CH 2 CI 2 O z N^S y O 

^ 2. aniline ^ HN ~VJ 

^H-,N0 4 S 

Mol 




C5H3NO4S C J5 H 16 N203S 
Wt.: 173.15 Mol. Wt.: 304.37 



rnmm 1 m 2 igi^c lt g mm^mtc 

!H-NMR (CDCI3) 8 ppm: 0.94 (t, 3H, J= 7.5 Hz), 1.30-1.42 (m, 2H), 1.50-1.65 
(m, 2H), 2.61 (t, 2H, J = 7.8 Hz), 7.20 (d, 2H, J = 7.2 Hz), 7.48-7.51 (m, 3H), 7.72 
(s, 1H), 7.88-7.90 (m, 1H). 

m 2 Ig 

0 2 N_.S O 0 H 2 N_,S O 

C15H16N2O0S C^H.qNoOS 
Mol. Wt.: 304.37 Mol. wi: 274.38 

gft-Fn* (593 mg, 1.95 mmol), X X (358 mg, 3.0 mmol)t 6 mol/1 HC1 30 
ml THF6 ml SrJPX. 50°C, 3 ^W-CSJC $ ft £P & i§ j& £ @ * L 10% NaOH 
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S fl«J<K)dS HO mg ItRSp 21%-C# fetL/t 0 

iH-NMR (CDCI3) 5 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.26-1.39 (m, 2H), 1.49-1.59 
(m, 2H), 2.50 (t, 2H, J = 7.8 Hz), 4.37 (s, 1H), 6.65 (d, 2H, J = 8.4 Hz), 6.97 (d, 2H, 
J = 8.4 Hz), 7.14 (d, 1H, J = 8.4 Hz), 7.43 (d, 1H, J = 8.7 Hz). 

m 3 x@ 




C 15 H 18 N 2 OS C 18 H 24 N 2 03S2 
Mol.Wt.: 274.38 Mol. Wt.: 380.53 



iH-NMR (CDC1 3 ) 5 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.28-1.41 (m, 2H), 1.46 (d, 
6H, J = 6.9 Hz), 1.53-1.63 (m, 2H), 2.59 (t, 2H, J = 7.8 Hz), 3.35-3.44 (m, 1H), 
7.15 (d, 2H, J = 8.7 Hz), 7.38 (s, 1H), 7.45 (d, 2H, J = 8.7 Hz), 7.57 (s, 1H). 



mmmv d-4) <d^$l 

v ' Cl 

T> C °* M ^oGM OM e 

C 6 H 7 N03 C 9 H 13 N0 5 S 
Mol. Wt.: 141 .12 Mol. Wt.: 247.27 

mmw \%a nut ^tiati mm^mt^o 

iH-NMR (CDCI3) 6 ppm: 1.44 (d, 6H, J = 6.9 Hz), 3.33-3.43 (m, 1H), 3.88 (s, 
9H), 6.24-6.26 (m, 1H), 7.11-7.14 (m, 2H). 

B 2 If 



44 



WO 01/37826 



PCT/JP00/08197 



VJVV« 0 NaOH y n t o O 

CgH^NOgS CsH^NOsS 
Mol Wt : 247.27 Mol. Wt.: 233.24 

iH-NMR (CDC1 3 ) 5 ppm: 1.44 (d, 6H, J = 6.3 Hz), 3.33-3.45 (m, 1H), 6.25-6.28 
(m, 1H), 7.27-7.28 (m, 1H), 7.51 (s, 1H). 

5 H 3 I@ 

H 1.(COCI) 2 , DMF H 

\ N_,0 O /CH 2 CI 2 v N_,0 O 

CgHnNOaS C 18 H2 4 N20 4 S 
Mol. Wt.: 233.24 Mol. Wt.: 364.46 

mmm 1 m 2 nmtmrn^ lti mmzmt^o 

iH-NMR (CD 3 OD) 8 ppm: 0.92 (t, 3H, J = 6.9 Hz), 1.28-1.41 (m, 2H), 1.46 (d, 
6H, J = 6.3 Hz), 1.53-1.63 (m, 2H), 2.58 (t, 2H, J = 7.8 Hz), 3.33-3.43 (m, 1H), 
10 6.27-6.29 (m, 1H), 7.14-7.16 (m, 3H), 7.50 (d, 2H, J = 8.4 Hz), 7.90 (s, 1H). 



-mw\ i o it&m (1-28) (D^m. 
m i is 

OEt 



H2n o° h • oy-o 



HCI NaOMe 




OH 
O 



C 6 H j4 CINO C 14 H 15 N03 
Mol.Wt.: 151.63 Mol. Wt: 245.27 

15 mmm 1 m i x@<t mmiz it @ mm^nt^o 

iH-NMR (CDC1 3 ) 6 ppm: 1.37-1.52 (m, 3H), 1.74-1.79 (m, 2H), 2.07-2.13 (m, 
2H), 2.28-2.42 (m, 2H), 3.72-3.81 (m, 1H), 4.09-4.20 (m, 1H), 7.68-7.73 (m, 2H), 
7.81-7.85 (m ; 2H). 
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2 Ig 



■ 0 (Bu 3 Sn) 2 0 Q 

C 14 H 15 N03 C 25 H28N2p4 
Mol. Wt.: 245.27 Mol. Wt: 420.50 

4./f;U7i-;K y^Ti~— h (2.85 g, 16.3 mmol)£r THF30 ml KigflfL, 
IS*FT/l'=*— ;VW (1.0 g, 4.08 0111101), tr^ h U 7'f Vt^fv' K(972mg, 1.63 
5 mmoDSrjbP — bfc c »«C*B* U**iP ^ n n Aftltl Ufe. *T8S 

y/U* h^9^-T ^ =fc 9*t^Lfc 0 332 mgi|X* 19%"C# £> *bfc 0 

iH-NMR (CDCI3) 5 ppm: 0.92 (t, 3H, J = 6.9 Hz), 1.30-1.40 (m, 2H), 1.48-1.62 
(m, 4H), 1.79-1.83 (m, 2H), 2.21-2.25 (m, 2H), 2.37-2.50 (m, 2H), 2.57 (t, 2H, J = 
10 7.8 Hz), 4.11-4.22 (m, 1H), 4.77-4.87 (m, 1H), 6.49 (s, 1H), 7.11 (d, 2H, J = 8.7 
Hz), 7.28 (d, 2H, J = 8.7 Hz), 7.69-7.73 (m, 2H), 7.80-7.84 (m, 2H). 

m 3 it 

rr\KT>0-<P /=, H 2 NNH 2 -H 2 Q HoN ^„ 0 ^° 

O 

C 2 5H 28 N 2 04 C 17 H 26 N 2 02 
Mol. Wt.: 420.50 Mol. Wt.: 290.40 

^ .a h 

0 



^21^34^038 

Mol. Wt.: 394.57 

njfefcj 1 3 itfcio'iiw 2 t ft&tc it g «j»«r#fco 

15 iH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.21 (s, 9H), 1.30-1.62 (m, 
8H), 2.08 (d, 4H, J = 11.1 Hz), 2.56 (t, 2H, J = 7.8 Hz), 3.04 (d, 1H, J = 4.8 Hz), 
3.20-3.30 (m, 1H), 4.65-4.76 (m, 1H), 6.57 (s, 1H), 7.10 (d, 2H, J = 8.7 Hz), 7.26 
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10 



20 



(d, 2H, J = 8.1Hz). 



■mm i i it^-m d-29) <o^$l 



"^~ S; oO" 0 ^° _ mCPBA ^ bQ, <M 0 

HN ~C<y — V_ HN— 



C21H34N2O3S C 21 H 3 4N 2 0 4 S 
MoT. \m.: 394.57 MoT. Wt.: 410.57 

mmm 3 1 mm\z. it @ &jwznfc 0 

iH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.23-1.62 (m, 8H), 1.40 (s, 
9H), 2.12 (d, 4H, J = 14.4 Hz), 2.56 (t, 2H, J = 7.8 Hz), 3.28-3.40 (m, 1H), 3.90 (s, 
1H), 4.60-4.73 (m, 1H), 6.57 (s, 1H), 7.10 (d, 2H, J = 8.4 Hz), 7.25 (d, 2H, J = 
8.4Hz). 



1 2 it^m ( I - 1 14) <D^J& 



H H 

1 b'b o KA^^ 




1 t mmiZ. LT'&^Lfcft^* ( I - 1 10) (100 mg) CO h jVx. 1/ (2. 7 
ml) W- W D — y >■ f£ ^ [2, 4-bis (4-methoxyphenyl)-l, 3-dithia-2, 4- 
15 diphosphetane-2, 4-disulf ide] (132 mg) £#n?U 80°C T? 3 fl# fft££ U fc „ RfcW 

n-^^-^^=i : i) i^xmm^. mn^m (82. 3 mgs 79%)sr#fc 0 51 %m 

^4£>£ (50. 5 m g> 48%)#fc c 



:Jfe^iJ 1 3 it^m (1-12 0) ©^fiSc 
: 1 XfS 
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10 



>^S' CI O H 

\- N C0 2 Et O ^ N C0 2 Et 

m^ylx 4 - T 5 7-1 -fc°^ V is % A> U— h (300 mg)i h !)xf^7? 

^(258 mg)«:aft^f 5 ml (d^^fb, t-7*^/W>< >V 7 -4 =- >V 9 o y K<222 

mg)©ift> ^-i^ss* 2mi &im7L. rn.rn.-e A&fm&wisfco mm^m % v <? & 
7kt$m t WMt^f-A'-e&B, Lfil * A**-cifci* LMTkiM-^ ^ -yn -eft 

«t "9 *t ®y ^ *3 r fcV^ 378 mg © ^ 7 -^7 5 / -l-^i h *is%/U 

SI 2 Ig 

>S- N ^ Ba(OH) 2 5 XX^ >^S N y^ H 

O ^ N C0 2 Et " O J N ^Q]^_^ 



378 mg <D \-\.--f s f->\'7*)\'-7 -i =->VT % 7 -l-3i h * ~> # ,w ,-Jf - fc°^ y 
2-7° a/-? 7 — A> 5 ml i7j< 5 ml {cl 11 § **HflS^ y t7 A7XfO#3^: 1.77 g X. 1 
4 B*raana&3!i*Tfc:fll# Lfc 0 7^7 — U*»»«r lift #«JEET 

SiL 4 4-t-^^A'7-f ^^7 ^ytvy ^^*#/t„»3Hi-« - i * < THF 

15 5 ml U N-7j 7 * v^/V^ — A'-4-^fA'7= y ^ 984 mg i 7 7°n 

t";nf;U7 5 > 236 mg SrJp tlfit- Lfc 0 ffiM7km% V <? 

■< \Z. X V ttKfciS - J&V, 291 mg © 4 -t-T'f/l'^/V?^ - yVT 5 7 fc°^ y-^- 

1H-NMR (CDC1 3 ) 6 ppm:0.89(t, 3H, J = 7.3Hz), 1.19(s, 9H), 1.25-1.38(m, 4H), 
1.40-1.60(m, 4H), 1.89-2.03(m, 3H), 2.52(t, 2H, J = 7.7Hz), 2.89-3.04(m, 2H), 
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3.14(d, 1H, J = 5.2 Hz), 3.37(m, 1H), 3.96(m, 2H), 6.67(s, 1H), 7.05(d, 2H, J = 
8.5Hz), 7.22(d, 2H, J = 8.5Hz). 

m 3 is 

" T M M MMPP J^l M M 

o K^K^^- o K^K^^- 

5 291 mg®4 -t-/f/^^7-f — /WT ^ 7 y ^y-l-*^t;yt(4-/f /U7 
-/V)T 5 $ J — A> 2 ml kM.\\L* =f-\s> 2 ml L 80%-MMPP 

(magnesium monoperoxyphthalate hexahydrate) 570 mg #D X. H ?SL "C 2 B#FflJft 

10 h^57>f^J:!3ili«:J3i/£V\ 130 mg ©4-t-7*f;V7;v* = /V7 ^7 
U^>.l-*/i'*>i(4-7f/i'7i-;i/)7 5 F' (1-12 0) £r#fc 0 
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I - 2 

iH-NMR (CDCI3) 8 ppm: 0.94 (t, 3H, J = 7.5 Hz), 1.34-1.44 (m, 2H), 1.40 (d, 
6H, J = 6.6 Hz), 1.59-1.68 (m, 2H), 2.69 (t, 2H, J = 7.8 Hz), 3.24-3.35 (m, 1H), 
6.49 (s, 1H), 7.23-7.32 (m, 4H), 7.6 (d, 2H, J = 8.7 Hz), 7.79 (d, 2H, J = 8.1 Hz), 
5 7.85 (s, 1H). 
I - 3 

iH-NMR (CDCI3) 8 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.30-1.39 (m, 2H), 1.37 (d, 
6H, J = 6.9 Hz), 1.57 (quint, 2H, J = 7.5 Hz), 1.96 (quint, 2H, J = 6.6 Hz), 2.49 
(t, 2H, J = 6.6 Hz), 2.57 (t, 2H, J = 7.8 Hz), 3.16-3.26 (m, 3H), 4.62 (brs, 1H), 
10 7.12 (d, 2H, J = 8.1 Hz), 7.43 (d, 2H, J = 8.4 Hz), 7.64 (s, 1H). 
I - 4 

iH-NMR (CD3OD) 8 ppm: 0.92 (t, 3H, J = 6.9 Hz), 1.28-1.41 (m, 2H), 1.46 (d, 
6H, J = 6.3 Hz), 1.53-1.63 (m, 2H), 2.58 (t, 2H, J = 7.8 Hz), 3.33-3.43 (m, 1H), 
6.27-6.29 (m, 1H), 7.14-7.16 (m, 3H), 7.50 (d, 2H, J = 8.4 Hz), 7.90 (s, 1H). 
15 1-5 

iH-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.28-1.41 (m, 2H), 1.46 (d, 
6H, J = 6.9 Hz), 1.53-1.63 (m, 2H), 2.59 (t, 2H, J = 7.8 Hz), 3.35-3.44 (m, 1H), 
7.15 (d, 2H, J = 8.7 Hz), 7.38 (s, 1H), 7.45 (d, 2H, J = 8.7 Hz), 7.57 (s, 1H). 
I - 6 

20 iH-NMR (CDCI3) 8 ppm: 0,91 (t, 3H, J = 7.5 Hz), 1.29-1.39 (m, 2H), 1.37 (d, 
6H, J = 6.9 Hz), 1.55 (quint, 2H, J = 7.5 Hz), 2.55 (t, 2H, J = 5.1 Hz), 3.18-3.27 
(m, 1H), 3.92 (d, 2H, J = 6.0 Hz), 5.51 (t, 1H, J = 5.7 Hz), 7.10 (d, 2H, J = 8.4 Hz), 
7.39 (d, 2H, J = 8.4 Hz), 8.23 (s, 1H). 
I - 7 

25 iH-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.28-1.38 (m, 2H), 1.37 (d, 
6H, J = 6.9 Hz), 1.51-1.67 (m, 4H), 1.78-1.88 (m, 2H), 2.39 (t, 2H, J = 7.2 Hz), 
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2.57 (t, 2H, J = 7.5 Hz), 3.12-3.22 (m, 3H), 4.30-4.37 (m, 1H), 7.12 (d, 2H, J = 8.4 
Hz), 7.36-7.42 (m, 3H). 
I - 8 

iH-NMR (CDC1 3 ) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.21-1.47 (m, 4H), 1.35 (d, 
5 6H, J = 6.6 Hz), 1.51-1.63 (m, 4H), 1.67-1.77 (m, 2H), 2.34 (t, 2H, J = 7.5 Hz), 
2.55 (t, 2H, J = 7.8 Hz), 3.08-3.17 (m, 3H), 4.71 (t, 1H, J = 6.0 Hz), 7.09 (d, 2H, 
J = 8.1 Hz), 7.43 (d, 2H, J = 8.4 Hz), 7.74 (s, 1H). 
I - 9 

iH-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.29-1.39 (m, 2H), 1.35 (d, 
10 6H, J = 6.9 Hz), 1.50-1.60 (m, 2H), 2.54 (t, 2H, J = 7.8 Hz), 2.64 (t, 2H, J = 5.7 
Hz), 3.14-3.23 (m, 1H), 3.41-3.47 (m, 2H), 5.29 (t, 1H, J = 6.3 Hz), 7.10 (d, 2H, J 
= 8.4 Hz), 7.39 (d, 2H, J = 8.4 Hz), 7.91 (s, 1H). 
I - 1 0 

1 H-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.22 (s, 9H), 1.30-1.37 (m, 
15 2H), 1.51-1.68 (m, 4H), 1.76-1.86 (m, 2H), 2.31-2.40 (m, 2H), 2.56 (t, 2H, J = 7.5 
Hz), 3.15-3.26 (m, 3H), 7.11 (t, 2H, J = 8.7 Hz), 7.42 (d, 2H, J = 8.1 Hz), 7.54 (s, 
1H). 
I - 1 1 

mp : 128-129 °C 

20 iH-NMR (CDCI3) 5 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.29-1.39 (m, 2H), 1.39 (s, 
9H), 1.51-1.68 (m, 4H), 1.76-1.84 (m, 2H), 2.37 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J 
= 7.8 Hz), 3.19-3.26 (m, 2H), 4.20 (t, 1H, J = 5.7 Hz), 7.11 (d, 2H, J = 8.1 Hz), 
7.42 (d, 2H, J = 8.7 Hz), 7.46 (s, 1H). 
1-12 

25 !H-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.28-1.37 (m, 2H), 1.47-1.68 
(m, 6H), 2.23 (t, 2H, J = 7.2 Hz), 2.56 (t, 2H, J = 7.5 Hz), 2.90-2.97 (m, 2H), 5.10 
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(brs, 1H), 7.11 (d, 2H, J = 8.4 Hz), 7.36 (d, 2H, J = 8.1 Hz), 7.50-7.68 (m, 3H), 
7.93 (d, 1H, J = 8.1 Hz), 8.06 (d, 1H, J = 8.4 Hz), 8.24 (d, 1H, J = 7.5 Hz), 8.66 (d, 
1H, J = 8.7 Hz). 
1-13 

5 !H-NMR (CDC1 3 ) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.28-1.40 (m, 2H), 1.45-1.73 
(m, 6H), 2.23 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J = 7.8 Hz), 2.88 (s, 6H), 2.88-2.95 
(m, 2H), 5.04 (brs, 1H), 7.10 (d, 2H, J = 8.1 Hz), 7.17 (d, 1H, J = 7.2 Hz), 7.37 (d, 
2H, J = 8.4 Hz), 7.48-7.54 (m, 2H), 8.23 (d, 1H, J = 7.2 Hz), 8.30 (d, 1H, J = 8.7 
Hz), 8.53 (d, 1H, J = 8.4 Hz). 
10 1-14 

iH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.30-1.43 (m, 6H), 1.36 (d, 
6H, J = 6.6 Hz), 1.51-1.62 (m, 4H), 1.67-1.78 (m, 2H), 2.34 (t, 2H, J = 7.5 Hz), 
2.56 (t, 2H, J = 7.8 Hz), 3.09-3.20 (m, 3H), 4.34 (brs, 1H), 7.10 (d, 2H, J= 8.4 Hz), 
7.41-7.44 (m, 3H). 
15 1-15 

iH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.23 (s, 9H), 1.27-1.80 (m, 
12H), 2.30-2.38 (m, 2H), 2.56 (t, 2H, J = 7.5 Hz), 3.15 (brs, 2H), 7.11 (d, 2H, J = 
7.8 Hz), 7.43 (d, 2H, J = 7.8 Hz), 7.59 (s, 1H). 
1-16 

20 iH-NMR (CDCI3) 5 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.29-1.44 (m, 6H), 1.39 (s, 
9H), 1.51-1.61 (m, 4H), 1.68-1.78 (m, 2H), 2.35 (t, 2H, J = 7.5 Hz), 2.56 (t, 2H, J 
= 8.1 Hz), 3.15-3.21 (m, 2H), 4.14-4.23 (m, 1H), 7.11 (d, 2H, J = 7.8 Hz), 7.36- 
7.44 (m, 3H). 
1-19 

25 !H-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.5 Hz), 1.21 (s, 9H), 1.30-1.40 (m, 
2H), 1.55-1.72 (m, 6H), 2.64 (t, 2H, J = 7.8 Hz), 3.08-3.33 (m, 3H), 3.42-3.50 (m, 
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2H), 6.39 (s, 1H), 7.22 (d, 2H, J = 8.4 Hz), 7.69 (d, 2H, J = 8.1 Hz). 
1-20 

iH-NMR (CDC1 3 ) 6 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.31-1.39 (m, 2H), 1.39 (s, 
9H), 1.55-1.72 (m, 6H), 2.64 (t, 2H, J = 7.8 Hz), 3.24 (quart, 2H, J = 6.6 Hz), 3.48 
5 (quart, 2H, J = 6.6 Hz), 4.21 (t, 1H, J = 6.3 Hz), 6.29 (s, 1H), 7.22 (d, 2H, J = 7.8 
Hz), 7.67 (d, 2H, J = 8.1 Hz). 
1-21 

iH-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.23 (s, 9H), 1.30-1.42 (m, 
2H), 1.50-2.02 (m, 10H), 2.30-2.42 (m, 1H), 2.57 (t, 2H, J = 8.1 Hz), 3.10 (brs, 
10 1H), 3.57 (brs, 1H), 7.12 (d, 2H, J = 8.4 Hz), 7.41 (d, 2H, J = 7.8 Hz). 
1-22 
mp : 78-79 °C 

iH-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.30-1.40 (m, 2H), 1.40 (s, 
9H), 1.50-1.65 (m, 4H), 1.70-1.98 (m, 8H), 2.30-2.40 (m, 1H), 2.57 (t, 2H, J = 7.5 
15 Hz), 3.58-3.70 (m, 1H), 4.16 (d, 1H, J = 9.3 Hz), 7.11-7.15 (m, 3H), 7.40 (d, 2H, 
J = 8.1 Hz). 
1-23 

iH-NMR (CDCI3) 3 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.21 (s, 9H), 1.21-1.41 (m, 
4H), 1.51-1.64 (m, 4H), 1.86-2.01 (m, 4H), 2.12-2.25 (m, 1H), 2.56 (t, 2H, J = 7.5 
20 Hz), 2.87-2.96 (m, 1H), 3.00-3.12 (m, 1H), 3.23-3.34 (m, 1H), 3.67-3.75 (m, 1H), 
7.11 (d, 2H, J = 8.1 Hz), 7.40 (d, 2H, J = 8.4 Hz). 
1-24 

!H-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.25-1.37 (m, 2H), 1.40 (s, 
9H), 1.48-1.65 (m, 6H), 1.90 (d, 2H, J = 11.7 Hz), 2.02 (d, 2H, J = 11.7 Hz), 
25 2.12-2.24 (m, 1H), 2.56 (t, 2H, J = 7.5 Hz), 3.04 (t, 2H, J = 6.3 Hz), 4.31 (t, 1H, 
J = 5.7 Hz), 7.11 (d, 2H, J = 8.1 Hz), 7.42 (d, 2H, J = 8.4 Hz). 
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1-25 

mp : 232-233 °C 

ifi-NMR (CDC1 3 ) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.23-1.40 (m, 4H), 1.40 (s, 
9H), 1.51-1.76 (m, 4H), 2.01-2.26 (m, 5H), 2.56 (t, 2H, J = 7.5 Hz), 3.22-3.38 (m, 
5 1H), 3.79 (d, 1H, J = 9.3 Hz), 7.11 (d, 2H, J = 8.7 Hz), 7.17 (s, 1H), 7.40 (d, 2H, 
J = 8.4 Hz). 
1-26 

!H-NMR (CDCI3) 6 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.22 (s, 9H), 1.28-1.40 (m, 
2H), 1.52-1.62 (m, 2H), 1.85-1.96 (m, 1H), 2.00-2.14 (m, 1H), 2.38-2.53 (m, 2H), 
10 2.56 (t, 2H, J = 7.5 Hz), 3.22-3.37 (m, 3H), 7.11 (d, 2H, J = 8.4 Hz), 7.45 (d, 2H, 
J = 8.4 Hz), 8.19 (s, 1H). 

1-27 

iH-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.30-1.40 (m, 2H), 1.40 (s, 
9H), 1.52-1.61 (m, 2H), 1.95 (quint, 2H, J = 6.3 Hz), 2.50 (t, 2H, J = 6.9 Hz), 2.56 
15 (t, 2H, J = 7.8 Hz), 3.31 (quart, 2H, J = 6.0 Hz), 4.30-4.36 (m, 1H), 7.12 (d, 2H, 
J = 8.4 Hz), 7.43 (d, 2H, J = 8.4 Hz), 7.65 (s, 1H). 
1-28 

X H-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.21 (s, 9H), 1.30-1.62 (m, 
8H), 2.08 (d, 4H, J = 11.1 Hz), 2.56 (t, 2H, J = 7.8 Hz), 3.04 (d, 1H, J = 4.8 Hz), 
20 3.20-3.30 (m, 1H), 4.65-4.76 (m, 1H), 6.57 (s, 1H), 7.10 (d, 2H, J = 8.7 Hz), 7.26 
(d, 2H, J = 8.1Hz). 
1-29 

J-H-NMR (CDCI3) 5 ppm: 0.91 (t, 3H, J = 7.2 Hz), 1.23-1.62 (m, 8H), 1.40 (s, 
9H), 2.12 (d, 4H, J = 14.4 Hz), 2.56 (t, 2H, J = 7.8 Hz), 3.28-3.40 (m, 1H), 3.90 (s, 
25 1H), 4.60-4.73 (m, 1H), 6.57 (s, 1H), 7.10 (d, 2H, J = 8.4 Hz), 7.25 (d, 2H, J = 
8.4Hz). 
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1-30 

!H-NMR (CDCI3) 8 ppm: 0.91 (t, 3H, J = 7.5 Hz), 1.26-1.39 (m, 2H), 1.51-1.64 
(m, 4H), 1.72-1.81 (m, 2H), 2.34 (t, 2H, J = 6.9 Hz), 2.56 (t, 2H, J = 7.8 Hz), 
2.95-3.01 (m, 2H), 4.84 (t, 1H, J = 5.7 Hz), 6.99-7.12 (m, 6H), 7.19-7.24 (m, 1H), 
5 7.30 (s, 1H), 7.38-7.43 (m, 4H), 7.79 (d, 2H, J = 8.7 Hz). 
1-31 

iH-NMR (CDCI3) 8 ppm: 0.92 (t, 3H, J = 7.5 Hz), 1.21 (s, 9H), 1.28-1.62 (m, 
8H), 2.07-2.14 (m, 4H), 2.64 (t, 2H, J =7.8 Hz), 3.11 (d, 1H, J = 5.1 Hz), 3.20 (brs, 
1H), 3.90-4.04 (m, 1H), 6.06-6.14 (m, 1H), 7.21 (t, 2H, J = 8.1 Hz), 7.67 (t, 2H, J 
10 = 8.4 Hz). 
1-32 

iH-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.2 Hz), 1.27-1.65 (m, 8H), 1.40 (s, 
9H), 2.10-2.23 (m, 4H), 2.65 (t, 2H, J = 7.5 Hz), 3.23-3.35 (m, 1H), 3.49 (s, 1H), 
3.88-4.02 (m, 1H), 5.84-5.92 (m, 1H), 7.13 (t, 2H, J = 8.4 Hz), 7.65 (d, 2H, J = 8.1 
15 Hz). 

1-33 

!H-NMR (CDCI3) 8 ppm: 0.94 (t, 3H, J = 7.2 Hz), 1.30-1.42 (m, 2H), 1.32 (s, 
9H), 1.57-1.66 (m, 2H), 2.67 (t, 2H, J = 7.8 Hz), 5.61 (s, 1H), 6.93 (d, 2H, J = 8.7 
Hz), 7.25 (d, 2H, J = 8.4 Hz), 7.49 (d, 2H, J = 9.0 Hz), 7.80 (d, 2H, J = 8.1 Hz), 
20 8.22 (s, 1H). 
1-34 

iH-NMR (CD3OD) 5 ppm: 0.95 (t, 3H, J = 7.5 Hz), 1.35 (s, 9H), 1.35-1.44 (m, 
2H), 1.57-1.69 (m, 2H), 2.69 (t, 2H, J= 7.5 Hz), 7.28-7.33 (m, 4H), 7.56 (d, 2H, 
J = 9.0 Hz), 7.83 (d, 2H, J = 8.4 Hz). 
25 1-36 

!H-NMR (CDCI3) 6 ppm: 0.92 (t, 3H, J = 7.5 Hz), 1.31-1.70 (m, 11H), 1.39 (s, 
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9H), 1.75-1.85 (m, 1H), 2.65 (t, 2H, J = 8.1 Hz), 3.13 (t, 2H, J = 6.6 Hz), 3.40 (t, 
2H, J = 7.2 Hz), 4.10 (t, 1H, J = 5.7 Hz), 6.21 (t, 1H, J = 5.7 Hz), 7.23 (d, 2H, J 
= 8.1 Hz), 7.67 (d, 2H, J = 8.4 Hz). 
1-37 

5 !H-NMR (CDC1 3 ) 8 ppm: 0.92 (t, 3H, J = 7.5 Hz), 0.95-1.10 (m, 2H), 1.31-1.40 
(m, 2H), 1.39 (s, 9H), 1.55-1.63 (m, 4H), 1.80-1.92 (m, 4H), 2.65 (t, 2H, J = 7.8 
Hz), 3.03 (t, 2H, J = 6.6 Hz), 3.31 (t, 2H, J = 6.6 Hz), 4.06 (t, 1H, J = 6.0 Hz), 6.22 
(t, 1H, J = 6.0 Hz), 7.23 (d, 2H, J = 8.4 Hz), 7.67 (d, 2H, J = 8.1 Hz). 
1-39 

10 iH-NMR (CDCI3) 6 ppm: 1.13 (t, 3H, J = 7.2 Hz), 1.39 (s, 9H), 1.69-1.97 (m, 
8H), 2.27-2.38 (m, 1H), 3.29-3.35 (m, 4H), 3.60-3.70 (m, 1H), 4.52 (d, 1H, J = 9.3 
Hz), 6.64 (d, 2H, J = 8.4 Hz), 7.22 (s, 1H), 7.31 (d, 2H, J = 9.0 Hz). 
1-40 

iH-NMR (CDCI3) 8 ppm: 1.38 (s, 9H), 1.68-1.96 (m, 8H), 2.30-2.40 (m, 1H), 
15 3.11 (t, 4H, J = 4.8 Hz), 3.60-3.72 (m, 1H), 3.86 (t, 4H, J = 4.8 Hz), 4.51 (brs, 1H), 
6.89 (d, 2H, J = 9.0 Hz), 7.42 (d, 2H, J = 8.7 Hz). 
1-41 ' 
mp : >278 °C (dec.) 

iH-NMR (CDCI3) 5 ppm: 1.18-1.40 (m, 2H), 1.40 (s, 9H), 1.62-1.75 (m, 2H), 
20 2.01-2.27 (m, 5H), 3.10-3.13 (m, 4H), 3.22-3.38 (m, 1H), 3.72 (d, 1H, J = 9.3 Hz), 
3.85-3.88 (m, 4H), 6.87 (d, 2H, J = 9.0 Hz), 7.10 (s, 1H), 7.40 (d, 2H, J = 9.0 Hz). 
1-42 

^-NMR (CDCI3) 6 ppm: 1.40 (s, 9H), 1.61-1.97 (m, 8H), 2.16 (s, 3H), 2.33- 
2.43 (m, 1H), 3.60-3.70 (m, 1H), 4.66 (brs, 1H), 7.12 (d, 1H, J = 8.7 Hz), 7.46- 
25 7.50 (m, 1H), 7.62 (s, H), 7.75-7.78 (m, 1H), 7.86-7.91 (m, 2H). 
1-43 
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!H-NMR (CDCI3) 6 ppm: 1.40 (s, 9H), 1.62-2.00 (m, 8H), 1.87 (s, 3H), 2.36- 
2.47 (m, 1H), 3.24 (s, 3H), 3.64-3.74 (m, 1H), 4.87 (brs, 1H), 7.13 (d, 2H, J = 9.0 
Hz), 7.64 (d, 2H, J = 8.4 Hz), 7.81 (s, H). 
1-44 
5 mp : 235-236 °C 

!H-NMR (CDCI3) 5 ppm: 1.13 (t, 6H, J = 6.9 Hz), 1.18-1.33 (m, 2H), 1.40 (s, 
9H), 1.60-1.77 (m, 2H), 2.00-2.26 (m, 5H), 3.28-3.35 (m, 4H), 3.73 (d, 1H, J = 9.3 
Hz), 6.60-6.70 (m, 2H), 7.03 (brs, 1H), 7.31 (d, 2H, J = 7.8 Hz). 
1-45 

10 mp : >268 °C (dec.) 

iH-NMR (CDCI3) 5 ppm: 1.20-1.34 (m, 2H), 1.40 (s, 9H), 1.56-1.76 (m, 8H), 
2.00-2.26 (m, 5H), 3.06-3.14 (m, 4H), 3.24-3.36 (m, 1H), 3.72 (d, 1H, J = 9.3 Hz), 
6.90 (d, 2H, J = 8.7 Hz), 7.09 (s, 1H), 7.36 (d, 2H, J = 8.7 Hz). 
1-46 

15 mp : >272 °C (dec.) 

!H-NMR (DMSO-de) 8 ppm: 1.28 (s, 9H), 1.31-1.59 (m, 7H), 1.87-2.00 (m, 4H), 
2.23-2.34 (m, 1H), 3.00-3.16 (m, 1H), 4.35-4.45 (m, 2H), 6.81 (d, 1H, J = 9.0 Hz), 
7.16 (t, 1H, J = 7.2 Hz), 7.43 (t, 1H, J = 8.4 Hz), 7.52-7.58 (m, 3H), 8.04 (d, 1H, 
J = 7.8 Hz), 8.43 (s, 1H). 

20 1-47 

!H-NMR (CDCI3) 6 ppm: 1.20-1.36 (m, 2H), 1.40 (s, 9H), 1.62-1.77 (m, 2H), 
1.98.-2.32 (m, 5H), 3.31-3.40 (m, 1H), 3.62 (d, 1H, J = 9.0 Hz), 7.08 (s, 1H), 7.29 
(d, 2H, J = 9.0 Hz), 7.61 (d, 2H, J = 9.0 Hz). 
1-48 

25 1 H-NMR (CDCI3) 6 ppm: 1.22-1.36 (m, 2H), 1.40 (s, 9H), 1.62-1.77 (m, 2H), 
2.00-2.31 (m, 5H), 3.24-3.40 (m, 1H), 3.62 (d, 1H, J = 10.2 Hz), 7.01 (t, 2H, J = 
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8.7 Hz), 7.09 (s, 1H), 7.42-7.50 (m, 2H). 
1-49 

mp : 270 °C (dec.) 

!H-NMR (CDC1 3 ) 6 ppm: 1.20-1.36 (m, 2H), 1.40 (s, 9H), 1.61-1.77 (m, 2H), 
5 1.95-2.30 (m, 9H), 3.17-3.38 (m, 5H), 3.67 (d, 1H, J = 9.3 Hz), 6.50 (d, 2H, J = 9.0 
Hz), 6.97 (s, 1H), 7.30 (d, 2H, J = 9.0 Hz). 
1-50 

mp : 252-253 °C 

!H-NMR (CDCI3) 6 ppm: 1.21-1.37 (m, 2H), 1.40 (s, 9H), 1.62-1.78 (m, 2H), 
10 1.98-2.32 (m, 5H), 3.26-3.40 (m, 1H), 3.68 (d, 1H, J = 9.6 Hz), 6.94-7.02 (m, 4H), 

7.08 (t, 1H, J = 7.5 Hz), 7.13 (s, 1H), 7.31 (t, 2H, J= 7.5 Hz), 7.46 (d, 2H, J = 9.0 
Hz). 

1-51 

mp : 278-279 °C 

15 iH-NMR (CDCI3) 5 ppm: 1.02 (d, 6H, J = 6.9 Hz), 1.35 (s, 9H), 1.39-1.71 (m, 
6H), 1.90-2.09 (m, 2H), 3.16-3.30 (m, 1H), 3.46 (d, 1H, J = 9.0 Hz), 4.92-5.01 (m, 
1H), 6.91-6.95 (m, 2H), 7.00-7:07 (m, 3H), 7.13-7.16 (m, 2H), 7.30-7.36 (m, 2H). 
1-52 

mp : 276-277 °C 

20 !H-NMR (CDCI3) 6 ppm: 1.20-1.36 (m, 2H), 1.40 (s, 9H), 1.60-1.78 (m, 2H), 
1.98-2.30 (m, 5H), 2.36 (s, 3H), 2.58 (t, 4H, J = 4.5 Hz), 3.17 (t, 4H, J = 4.5 Hz), 
3.21-3.40 (m, 1H), 3.64 (d, 1H, J = 9.0 Hz), 6.88 (d, 2H, J = 9.0 Hz), 7.01 (s, 1H), 
7.37 (d, 2H, J = 9.0 Hz). 
1-53 

25 mp : >300 °C 

!H-NMR (DMSO-de) S ppm: 1.20-1.54 (m, 4H), 1.27 (s, 9H), 1.73-1.88 (m, 2H), 
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1.89-2.01 (m, 2H), 2.13-2.25 (m, 1H), 2.98-3.12 (m, 1H), 3.15-3.31 (m, 8H), 
6.76-6.84 (m, 2H), 6.93 (d, 2H, J = 9.0 Hz), 6.99 (d, 2H, J = 8.1 Hz), 7.24 (d, 2H, 
J = 8.1 Hz), 7.46 (d, 2H, J = 9.0 Hz), 9.60 (s, 1H). 
1-54 
5 mp : >215 °C (dec.) 

iH-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.27-2.00 (m, 18H), 2.14-2.26 (m, 1H), 
2.53-2.84 (m, 4H), 2.86-3.30 (m, 2H), 3.46-3.54 (m, 1H), 3.62-3.74 (m, 2H), 6.78 
(d, 1H, J = 8.7 Hz), 6.87 (d, 2H, J = 7.8 Hz), 7.42 (d, 2H, J = 8.7 Hz), 9.58 (s, 1H). 
1-55 

10 mp : >290 °C (dec.) 

!H-NMR (CDC1 3 ) 8 ppm: 1.23-1.40 (m, 2H), 1.40 (s, 9H), 1.60-1.76 (m, 2H), 
2.02-2.27 (m, 5H), 3.20 (t, 4H, J = 5.4 Hz), 3.21-3.32 (m, 1H), 3.67 (d, 1H, J = 9.3 
Hz), 3.98 (t, 4H, J = 4.8 Hz), 6.52 (t, 1H, J = 4.8 Hz), 6.93 (d, 2H, J = 8.4 Hz), 
7.06 (s, 1H), 7.41 (d, 2H, J = 8.7 Hz), 8.33 (d, 2H, J = 4.8 Hz). 

15 1-56 

mp : >232 °C (dec.) 

" iH-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.27-1.48 (m, 4H), 1.80-1.99 (m, 4H), 
2.14-2.25 (m, 1H), 3.04-3.24 (m, 8H), 3.68 (s, 3H), 3.76 (s, 3H), 6.44-6.47 (m, 1H), 
6.66 (s, 1H), 6.76-6.84 (m, 2H), 6.92 (d, 2H, J = 8.4 Hz), 7.46 (d, 2H, J = 8.4 Hz), 
20 9.61 (s, 1H). 
1-57 

mp : 284-285 °C (dec.) 

iH-NMR (CDCI3) 8 ppm: 1.27 (t, 3H, J = 7.2 Hz), 1.40 (s, 9H), 1.61-2.24 (m, 
9H), 2.35-2.49 (m, 1H), 2.76 (t, 2H, J = 10.2 Hz), 3.04-3.15 (m, 2H), 3.20-3.36 (m, 
25 1H), 3.55-3.59 (m, 2H), 3.87 (d, 1H, J = 9.6 Hz), 4.12-4.19 (m, 2H), 6.90 (d, 2H, 
J = 8.7 Hz), 2.79 (s, 1H), 7.40 (d, 2H, J = 8.7 Hz). 
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1-58 

mp : >299 °C (dec.) 

iH-NMR (CDCI3) 8 ppm: 1.26-1.33 (m, 2H), 1.40 (s, 9H), 1.56-2.42 (m, 19H), 
2.73-2.81 (m, 4H), 3.16-3.26 (m, 4H), 3.64 (d, 1H, J = 9.6 Hz), 6.87 (d, 2H, J = 8.7 
5 Hz), 7.04 (s, 1H), 7.37 (d, 2H, J = 9.0 Hz). 
1-59 

mp : >270 °C (dec.) 

!H-NMR (CDCI3) 8 ppm: 1.26-1.47 (m, 2H), 1.47 (s, 9H), 1.60-1.80 (m, 4H), 

2.01- 2.32 (m, 5H), 3.28-3.40 (m, 3H), 3.62-3.74 (m, 3H), 5.74-5.96 (m, 2H), 6.92 
10 (d, 2H, J = 8.7 Hz), 7.13 (s, 1H), 7.39 (d, 2H, J = 9.0 Hz). 

1-60 

mp : 247-250 °C (dec.) 

iH-NMR (CDCI3) 8 ppm: 1.20-1.37 (m, 2H), 1.40 (s, 9H), 1.60-1.78 (m, 2H), 
1.98-2.33 (m, 5H), 2.93-3.03 (m, 2H), 3.22-3.40 (m, 1H), 3.52 (t, 2H, J = 6.0 Hz), 
15 3.62 (d, 1H, J = 8.4 Hz), 4.36 (s, 2H), 6.93 (d, 2H, J = 8.7 Hz), 7.00 (s, 1H), 
7.11-7.22 (m, 4H),7.39 (d, 2H, J = 8.7 Hz). 
1-61 

mp : 280-281 °C 

iH-NMR (CDCI3) 8 ppm: 1.21-1.38 (m, 2H), 1.41 (s, 9H), 1.64-1.80 (m, 2H), 
20 2.02-2.33 (m, 5H), 3.24-3.40 (m, 1H), 3.61 (d, 1H, J = 9.0 Hz), 6.33 (t, 2H, J = 2.1 
Hz), 7.04 (t, 2H, J = 2.1 Hz), 7.14 (s, 1H), 7.34 (d, 2H, J = 9.0 Hz), 7.56 (d, 2H, 
J = 9.0 Hz). 
1-62 

mp : 260-262 °C 

25 1 H-NMR (CDCI3) 8 ppm: 1.22-1.39 (m, 2H), 1.41 (s, 9H), 1.64-1.82 (m, 2H), 

2.02- 2.35 (m, 5H), 3.24-3.40 (m, 1H), 3.62 (d, 1H, J = 9.6 Hz), 7.31 (d, 2H, J = 9.0 

175 



WO 01/37826 



PCT/JP00/08197 



Hz), 7.51 (s, 1H), 7.69 (d, 2H, J = 9.0 Hz). 
1-63 
mp : 248 °C 

!H-NMR (CDC1 3 ) 5 ppm: 1.20-1.38 (m, 2H), 1.40 (s, 9H), 1.61-1.78 (m, 2H), 
5 1.98-2.32 (m, 5H), 3.22-3.45 (m, 1H), 3.64 (d, 1H, J = 9.3 Hz), 7.11 (s, 1H), 
7.37-7.46 (m, 4H). 
1-64 

mp : 272-275 °C (dec.) 

1H-NMR (DMSO-de) 6 ppm: 1.20-1.53 (m, 4H), 1.27 (s, 9H), 1.75-1.88 (m, 2H), 
10 1.88-2.00 (m, 2H), 2.11-2.24 (m, 1H), 2.96-3.12 (m, 1H), 5.96 (s, 2H), 6.77 (d, 1H, 
J = 8.7 Hz), 6.82 (d, 1H, J = 8.4 Hz), 6.95 (dd, 1H, J = 1.8, 8.4 Hz), 7.29 (d, 1H, 
J = 1.8 Hz), 9.70 (s, 1H). 

1-65 

mp : 293-296 °C (dec.) 
15 iH-NMR (DMSO-de) 6 ppm: 1.20-1.70 (m, 10H), 1.27 (s, 9H), 1.79-2.038 (m, 
4H), 2.18-2.33 (m, 1H), 2.98-3.30 (m, 5H), 6.79 (d, 1H, J = 9.0 Hz), 6.97 (d, 2H, 
J = 8.1 Hz), 7.43-7.57 (m, 4H), 7.62 (d, 2H, J = 8.1 Hz), 9.82 (s, 1H). 
1-66 
mp : >300 °C 

20 iH-NMR (DMSO-de) 8 ppm: 1.27 (s, 9H), 1.27-1.53 (m, 4H), 1.86-1.99 (m, 4H), 
2.22-2.34 (m, 1H), 2.39 (s, 3H), 3.00-3.14 (m, 1H), 6.25 (s, 1H), 6.79 (d, 1H, J = 
9.0 Hz), 7.47-7.50 (m, 1H), 7.69-7.76 (m, 1H), 10.27 (s, 1H). 
1-67 

mp : 248-249 °C 

25 ^-NMR (DMSO-de) 6 ppm: 1.20-1.54 (m, 4H), 1.27 (s, 9H), 1.77-1.90 (m, 2H), 
1.90-2.02 (m, 2H), 2.02 (s, 3H), 2.17-2.32 (m, 1H), 2.96-3.13 (m, 1H), 6.78 (d, 1H, 
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J = 8.7 Hz), 7.12-7.30 (m, 3H), 7.89 (s, 1H), 9.79 (s, 1H), 9.88 (s, 1H). 
1-68 
mp : >300 °C 

*H-NMR (DMSO-de) 8 ppm: 1.20-1.54 (m, 4H), 1.27 (s, 9H), 1.77-1.89 (m, 2H), 
5 1.89-2.03 (m, 2H), 2.00 (s, 3H), 2.14-2.28 (m, 1H), 2.95-3.13 (m, 1H), 6.78 (d, 1H, 
J = 8.7 Hz), 7.40-7.54 (m, 4H), 9.72 (s, 1H), 9.83 (s, 1H). 
1-69 

mp : 199-201 °C 

*H-NMR (DMSO-de) 8 ppm: 1.21-1.53 (m, 4H), 1.27 (s, 9H), 1.76-1.89 (m, 2H), 
10 1.89-2.02 (m, 2H), 2.13-2.30 (m, 1H), 2.85 (s, 6H), 2.94-3.14 (m, 1H), 6.40 (dd, 
1H, J = 2.4, 8.4 Hz), 6.78 (d, 1H, J = 8.7 Hz), 6.90 (d, 1H, J = 8.4 Hz), 7.05 (t, 2H, 
J = 8.4 Hz), 9.60 (s, 1H). 
1-70 

mp : 227-230 °C 

15 !H-NMR (DMSO-de) 8 ppm: 1.22-1.52 (m, 4H), 1.27 (s, 9H), 1.72-1.87 (m, 2H), 

1.87- 2.01 (m, 2H), 2.12-2.29 (m, 1H), 2.96-3.12 (m, 1H), 5.00 (s, 2H), 6.22 (d, 1H, 
J = 7.5 Hz), 6.66 (d, 1H, J = 7.5 Hz), 6.78 (d, 1H, J = 9.0 Hz), 6.86 (d, 1H, J = 7.5 
Hz), 6.89-6.95 (m, 1H), 9.46 (s, 1H). 

1-71 
20 mp : 270-272 °C 

! H-NMR (DMSO-de) 8 ppm: 1.22-1.52 (m, 4H), 1.26 (s, 9H), 1.73-1.86 (m, 2H), 

1.88- 2.00 (m, 2H), 2.08-2.22 (m, 1H), 2.95-3.11 (m, 1H), 4.80 (s, 2H), 6.47 (d, 2H, 
J = 8.4 Hz), 6.77 (d, 1H, J = 8.4 Hz), 7.20 (d, 2H, J = 8.4 Hz), 9.35 (s, 1H). 

1-72 
25 mp : 262-263 °C 

!H-NMR (CDC1 3 ) 6 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.17-1.42 (m, 2H), 1.40 (s, 
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9H), 1.60-1.78 (m, 2H), 1.98-2.43 (m, 7H), 3.20-3.43 (m, 3H), 3.67 (d, 1H, J = 9.6 
Hz), 3.74-3.86 (m, 2H), 6.86 (d, 2H, J = 9.0 Hz), 7.04 (s, 1H), 7.38 (d, 2H, J = 9.0 
Hz). 
1-73 
5 mp : 218-219 °C 

!H-NMR (CD 3 OD) 8 ppm: 1.36 (s, 9H), 1.36-1.69 (m, 4H), 1.45 (s, 9H), 1.88- 
2.02 (m, 3H), 2.06-2.30 (m, 4H), 3.05-3.44 (m, 3H), 3.46-3.56 (m, 1H), 4.16-4.26 
(m, 1H), 6.51 (d, 2H, J = 9.0 Hz), 7.30 (d, 2H, J = 8.7 Hz). 
1-74 

10 mp : 295-296 °C (dec.) 

iH-NMR (CD3OD) 6 ppm: 1.36 (s, 9H), 1.36-1.67 (m, 4H), 1.92-2.13 (m, 4H), 
2.26-2.40 (m, 2H), 2.62-2.75 (m, 1H), 3.16-3.25 (m, 1H), 3.58-3.98 (m, 4H), 
4.16-4.25 (m, 1H), 7.20-7.30 (m, 2H), 7.62 (d, 2H, J = 9.0 Hz). 
1-75 

15 mp : 250-251 °C 

iH-NMR (DMSO-ds) 6 ppm: 1.23-1.55 (m, 4H), 1.27 (s, 9H), 1.78-1.90 (m, 2H), 
1.90-2.02 (m, 2H), 2.15-2.28 (m, 1H), 2.98-3.14 (m, 1H), 3.06 (t, 2H, J = 8.4 Hz), 
3.87 (t, 2H, J = 8.4 Hz), 6.67 (dd, 1H, J = 1.5, 7.2 Hz), 6.80 (d, 1H, J = 8.4 Hz), 
6.94-7.05 (m, 2H), 7.12-7.19 (m, 1H), 7.16 (d, 2H, J = 9.3 Hz), 7.57 (d, 2H, J = 9.3 
20 Hz), 9.73 (s, 1H). 
1-76 

mp : 265-266 °C 

!H-NMR (DMSO-de) 6 ppm: 1.23-1.58 (m, 4H), 1.28 (s, 9H), 1.83-2.04 (m, 4H), 
2.20-2.36 (m, 1H), 2.97-3.16 (m, 1H), 6.67 (d, 1H, J = 3.0 Hz), 6.82 (d, 1H, J = 8.4 
25 Hz), 7.07-7.22 (m, 2H), 7.47-7.53 (m, 1H), 7.50 (d, 2H, J = 9.0 Hz), 7.58 (d, 1H, 
J = 3.0 Hz), 7.64 (d, 1H, J = 7.5 Hz), 7.79 (d, 2H, J = 9.0 Hz), 10.02 (s, 1H). 
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1-77 
mp : 281 °C 

!H-NMR (DMSO-de) 8 ppm: 1.21-1.56 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
2.18-2.31 (m, 1H), 2.97-3.14 (m, 1H), 6.51 (dd, 1H, J = 2.1, 2.7 Hz), 6.81 (d, 1H, 
5 J = 9.0 Hz), 7.67-7.78 (m, 5H), 8.41 (d, 1H, J = 2.1 Hz), 9.96 (s, 1H). 
1-78 

mp : >300 °C (dec.) 

!H-NMR (DMSO-de) 5 ppm: 1.27 (s, 9H), 1.27-1.52 (m, 4H), 1.74-2.04 (m, 7H), 
2.10-2.25 (m, 2H), 2.96-3.20 (m, 2H), 3.48-3.58 (m, 1H), 3.75-3.84 (m, 1H), 6.39 
10 (d, 2H, J = 8.4 Hz), 6.79 (d, 1H, J = 8.4 Hz), 7.02 (s, 1H), 7.30 (s, 1H), 7.36 (d, 2H, 
J = 8.1 Hz), 9.48 (s, 1H). 
1-79 

mp : 248-250 °C (dec.) 

1H-NMR (DMSO-de) 8 ppm: 1.27 (s, 9H), 1.27-1.54 (m, 4H), 1.85-1.99 (m, 4H), 
15 2.24-2.33 (m, 1H), 3.00-3.14 (m, 1H), 6.82 (d, 1H, J = 8.7 Hz), 7.77 (d, 2H, J = 8.4 
Hz), 8.07 (d, 2H, J = 8.4 Hz). 
1—80 
mp : >300 °C 

!H-NMR (DMSO-de) 8 ppm: 1.22-1.58 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
20 2.18-2.32 (m, 1H), 2.98-3.14 (m, 1H), 6.80 (d, 1H, J = 8.7 Hz), 7.35-7.50 (m, 2H), 
7.99 (s, 1H), 8.11 (s, 1H), 9.79 (s, 1H), 12.94 (s, 1H). 
1-81 

mp : 261-262 °C 

!H-NMR (DMSO-de) 5 ppm: 1.21-1.57 (m, 4H), 1.27 (s, 9H), 1.78-2.02 (m, 4H), 
25 2.17-2.30 (m, 1H), 2.96-3.16 (m, 1H), 6.34 (s, 1H), 6.80 (d, 1H, J = 8.7 Hz), 
7.14-7.32 (m, 3H), 7.85 (s, 1H), 9.58 (s, 1H), 10.95 (s, 1H). 
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1-82 

1 H-NMR (CDCI3) 6 ppm: 0.86 (s, 18H), 1.24-1.37 (m, 2H), 1.37 (s, 9H), 
1.56-1.74 (m, 2H), 1.95-2.19 (m, 5H), 3.18-3.32 (m, 1H), 3.44 (t, 4H, J = 6.3 Hz), 
3.70 (t, 4H, J = 6.3 Hz), 4.39 (d, 1H, J = 9.0 Hz), 6.59 (d, 2H, J = 9.0 Hz), 7.31 (d, 
5 2H, J = 8.7 Hz), 7.43 (s, 1H). 
1-83 

mp : 264-265 °C 

1H-NMR (DMSO-de) 5 ppm: 1.27 (s, 9H), 1.27-1.52 (m, 4H), 1.78-1.88 (m, 2H), 
1.90-2.00 (m, 2H), 2.14-2.26 (m, 1H), 2.96-3.14 (m, 1H), 6.72-6.82 (m, 2H), 6.99 
10 (t, 4H, J = 7.8 Hz), 7.18 (t, 2H, J = 7.5 Hz), 7.46 (d, 2H, J = 9.0 Hz), 8.00 (s, 1H), 
9.65 (s, 1H). 
1-84 

mp : 257 °C (dec.) 

!H-NMR (DMSO-de) 6 ppm: 1.23-1.57 (m, 4H), 1.27 (s, 9H), 1.83-2.03 (m, 4H), 
15 2.23-2.35 (m, 1H), 2.98-3.15 (m, 1H), 6.80 (d, 1H, J = 8.1 Hz), 7.87 (d, 2H, J = 9.0 
Hz), 8.34 (d, 2H, J = 9.0 Hz), 9.21 (s, 1H), 10.20 (s, 1H). 
1-85 

mp : 256-258 °C 

iH-NMR (DMSO-de) 5 ppm: 1.22-1.53 (m, 4H), 1.26 (s, 9H), 1.79-2.01 (m, 4H), 
20 2.25 (s, 3H), 2.28-2.42 (m, 1H), 2.97-3.02 (m, 1H), 6.71 (d, 1H, J = 0.9 Hz), 6.80 
(d, 1H, J = 8.1 Hz), 11.91 (s, 1H). 
1-86 

mp : 228-230 °C 

!H-NMR (CD3OD) 8 ppm: 1.36 (s, 9H), 1.36-1.48 (m, 2H), 1.55-1.70 (m, 2H), 
25 1.87-1.98 (m, 2H), 2.08-2.17 (m, 2H), 2.20-2.32 (m, 1H), 3.15-3.27 (m, 1H), 3.50 
(t, 4H, J = 5.7 Hz), 3.69 (t, 4H, J = 5.7 Hz), 6.72 (d, 2H, J = 9.0 Hz), 7.29-7.33 (m, 

180 



WO 01/37826 



PCT/JP00/08197 



2H). 
1-87 

mp : 183-184 °C 

!H-NMR (DMSO-de) 5 ppm: 1.27 (s, 9H), 1.27-1.48 (m, 4H), 1.73-1.89 (m, 4H), 
5 1.90-2.00 (m, 2H), 2.16-2.28 (m, 1H), 2.28 (t, 2H, J = 7.5 Hz), 2.51-2.54 (m, 2H), 
2.97-3.13 (m, 1H), 3.58 (s, 3H), 6.79 (d, 1H, J = 8.7 Hz), 7.08 (d, 2H, J = 8.7 Hz), 
7.49 (d, 2H, J = 8.4 Hz), 9.73 (s, 1H). 
1-88 

mp : 217-218 °C 

10 iH-NMR (CD 3 OD) 5 ppm: 1.36 (s, 9H), 1.36-1.46 (m, 2H), 1.55-1.69 (m, 2H), 
1.83-2.00 (m, 4H), 2.07-2.18 (m, 2H), 2.26-2.36 (m, 3H), 2.61 (t, 2H, J = 7.5 Hz), 
3.14-3.26 (m, 1H), 7.13 (d, 2H, J = 8.1 Hz), 7.44 (d, 2H, J = 8.1 Hz). 
1-89 

!H-NMR (CDCI3) 6 ppm: 0.08 (d, 6H, J = 3.3 Hz), 0.88(s, 9H), 1.21-1.36 (m, 
15 2H), 1.39 (s, 9H), 1.61-1.74 (m, 2H), 1.88-2.23 (m, 6H), 3.06-3.11 (m, 1H), 
3.24-3.74 (m, 4H), 3.92 (d, 1H, J = 9.6 Hz), 4.48-4.56 (m, 1H), 6.47 (d, 2H, J = 9.0 
Hz), 7.17 (s, 1H), 7.32 (d, 2H, J = 9.0 Hz). 
1-90 

mp : amorphous 

20 1 H-NMR (CD3OD) 8 ppm: 1.36 (s, 9H), 1.36-1.47 (m, 2H), 1.56-1.70 (m, 3H), 
1.88-2.30 (m, 6H), 3.05-3.49 (m, 5H), 4.50 (brs, 1H), 6.50 (d, 2H, J = 9.0 Hz), 
7.29 (d, 2H, J = 9.0 Hz). 
1-91 

mp : 105-106 °C 

25 !H-NMR (CDCI3) 6 ppm: 0.92(t, 3H, J = 7.3 Hz), 1.25-1.27(m, 2H), 1.36(d, 6H, 
J = 6.9 Hz), 1.51-1. 59(m, 2H), 2.56(t, 2H, J = 7.8 Hz), 3.27(sept, 1H, J = 6.9 Hz), 
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7.12(d, 2H, J = 8.6 Hz), 7.32(t, 1H, J = 7.8 Hz), 7.45(brd, 1H, J = 7.8 Hz), 7.53(d, 
2H, J = 8.6 Hz), 7.58(d, 1H, J = 7.8 Hz), 7.71-7.72(m, 2H), 8.27(s, 1H). 
1-92 

mp : 163-164 °C 

5 iH-NMR (CDC1 3 ) 8 ppm: 0.93(t, 3H, J = 7.3 Hz), 1.32-1.39(m, 2H), 1.55- 
1.65(m, 2H), 1.87(s, 3H), 1.95(s, 3H), 2.60(t, 2H, J = 7.6 Hz), 7.07(d, 2H, J = 8.4 
Hz), 7.18(d, 2H, J = 8.5 Hz), 7.54(d, 2H, J = 8.5 Hz), 7.91(brs, 1H), 8.18(d, 2H, 
J = 8.4 Hz), 8.77(s, 1H). 
1-93 
10 mp : 173 °C 

!H-NMR (CDCI3) 8 ppm: 0.93(t, 3H, J = 7.3 Hz), 1.32-1.40(m, 2H), 1.39(d, 6H, 
J = 6.9 Hz), 1.55-1.62(m, 2H), 2.60(t, 2H, J = 7.8 Hz), 3.13(sept, 1H, J = 6.9 Hz), 
4.39(d, 2H, J = 6.3 Hz), 4.45(t, 1H, J = 6.3 Hz), 7.18(d, 2H, J = 8.7 Hz), 7.46(d, 
2H, J = 8.7 Hz), 7.54 (d, 2H, J = 8.7 Hz), 7.80(s, 1H), 7.85(d, 2H, J = 8.7 Hz). 
15 1-94 

mp : 159-160 °C 

!H-NMR (CDCI3) 8 ppm: 0.93(t, 3H, J = 7.3 Hz), 1.32-1.39(m, 2H), 1.54- 
1.80(m, 2H), 1.79(s, 3H), 1.80(s, 3H), 2.60t, 2H, J = 7.7 Hz), 3.18(s, 3H), 7.18(d, 
2H, J = 8.5 Hz), 7.30(d, 2H, J = 8.8 Hz), 7.52(d, 2H, J = 8.5 Hz), 7.70(brs, 1H), 
20 7.84(d, 2H, J = 8.8 Hz), 8.77(s, 1H). 
1-95 

mp : 177-178 °C 

!H-NMR (CDCI3) 8 ppm: 0.94(t, 3H, J = 7.2Hz), 1.31-1.48(m, 8H), 1.54- 
1.66(m, 2H), 2.55(s, 3H), 2.62(t, 2H, J = 7.6Hz), 3.92(sept, 1H, J = 6.6Hz), 
25 7.20(d, 2H, J = 8.45Hz), 7.74(d, 2H, J = 8.5Hz), 9.01(brs, 1H), 9.17(s, 1H). 
1-96 
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mp : 220-223 °C 

!H-NMR (CDCI3) 8 ppm: 0.93(t, 3H, J = 7.3Hz), 1.28-1.42(m, 2H), 1.50(d, 6H, 
J = 6.8Hz), 1.54-1.65(m, 2H), 2.62(t, 2H, J = 7.6Hz), 4.08(sept, 1H, J = 7.1Hz), 
7.20(d, 2H, J = 8.5Hz), 7.48(d, 2H, J = 8.5Hz), 7.71(brs, 1H), 8.51(brs, 1H), 
5 8.95(s, 1H). 
1-97 

mp : 195-197 °C 

!H-NMR (CDCI3) 8 ppm: 0.91(t, 3H, J = 7.6Hz), 0.94(t, 3H, J = 7.3Hz), 
1.32-1.44(m, 6H), 1.54-1.64(m, 2H), 1.66-1.78(m, 2H), 2.62(t, 2H, J = 7.7Hz), 
10 2.86(brs, 2H), 3.98(sept, 1H, J = 7.1Hz), 7.19(d, 2H, J = 8.5Hz), 7.63(d, 2H, J = 
8.4Hz), 8.72(brs, 1H), 8.81(brs, 1H). 
1-98 

mp : 216-218 °C 

!H-NMR (CDCI3+CD3OD) 8 ppm: 0.93(t, 3H, J = 7.4Hz), 1.29-1.40(m, 2H), 
15 1.43(d, 2H, J = 6.9Hz), 1.51-1.63(m, 2H), 2.60(t, 2H, J = 7.8Hz), 3.65(sept, 1H, 
J = 6.9Hz), 7. 18(d, 2H, J = 8.5Hz), 7.22(d, 1H, J = 8.8Hz), 7.55(d, 2H, J = 8.5Hz), 
8.18(dd, 1H, J = 8.8, 2.4Hz), 8.63(d, 1H, J = 2.4Hz). 
1-99 

mp : 201-202 °C 

20 !H-NMR (CDCI3) 8 ppm:0.93(t, 3H, J = 7.3Hz), 1.22-1.40(m, 2H), 1.49(d, 2H, 
J = 7.1Hz), 1.51-1.63(m, 2H), 2.59(t, 2H, J = 7.7Hz), 4.22(sept, 1H, J = 7.1Hz), 
7.16(d, 2H, J = 8.4Hz), 7.41(brs, 1H), 7.52(d, 2H, J = 8.4Hz), 8.10(brs, 1H), 
8.13(d, 1H, J = 2.2Hz), 8.61(brs, 1H). 
I - 1 0 0 

25 mp : 160-162 °C 

!H-NMR (CDCI3) 8 ppm: 0.93(t, 3H, J = 7.3Hz), 1.22-1.42(m, 2H), 1.45(d, 2H, 
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J = 6.9Hz), 1.51-1.63(m, 2H), 2.61(t, 2H, J = 7.8Hz), 3.37(sept, 1H, J = 6.9Hz), 
6.89(brs, 1H), 7.19(d, 2H, J = 8.4Hz), 7.65(d, 2H, J = 8.4Hz), 7.80(dd, 1H, J = 8.4, 
2.4Hz), 8.27(d, 1H, J = 8.4Hz), 8.45(d, 1H, J = 2.4Hz), 9.75(brs, 1H). 
1-101, 1-214 
5 mp : 192-194 °C 

iH-NMR (CDC1 3 ) 8 ppm:0.93(t, 3H, J = 7.3Hz), 1.27-1.41(m, 2H), 1.35(s, 9H), 
1.50-1.66(m, 2H), 2.60(t, 2H, J = 7.6Hz), 5.58(brs, 1H), 7.07(d, 2H, J = 8.5Hz), 
7.17(d, 2H, J = 8.5Hz), 7.52(d, 2H, J = 8.5Hz), 7.71(brs, 1H), 7.79(d, 2H, J = 
8.5Hz). 
10 1-10 2 

mp : 216-217 °C 

iH-NMR (CDC1 3 ) 8 ppm:0.93(t, 3H, J = 7.3Hz), 1.26-1.42(m, 2H), 1.45(s, 9H), 
1.70-1.83(m, 2H), 2.60(t, 2H, J = 7.7Hz), 6.42(brs, 1H), 7.18(d, 2H, J = 8.5Hz), 
7.35(d, 2H, J = 8.5Hz), 7.51(d, 2H, J = 8.5Hz), 7.68(brs, 1H), 7.82(d, 2H, J = 
15 8.5Hz). 

1-10 3 

!H-NMR (CDCI3) 8 ppm: 0;91(t, 3H, J = 7.3 Hz), 1.28-1.36(m, 2H), 1.32(d, 6H, 
J = 6.9 Hz), 1.49-1.59(m, 2H), 2.54(t, 2H, J = 7.7 Hz), 3.23(sept, 1H, J = 6.9 Hz), 
3.46(s, 3H), 6.76(brs, 1H), 6.91(d, 2H, J = 8.2 Hz), 6.99(d, 2H, J = 8.8 Hz), 7.03(d, 
20 2H, J = 8.2 Hz), 7.25(d, 2H, J = 8.8 Hz). 
1-10 4 
mp : 182-183 °C 

iH-NMR (CDCI3) 8 ppm:0.93(t, 3H, J = 7.3Hz), 1.28-1.40(m, 2H), 1.51- 
1.63(m, 2H), 1.64-1.88(m, 4H), 1.90-2.23(m, 4H), 2.60(t, 2H, J = 7.6Hz), 3.39(m, 
25 1H), 6.16(brs, 1H), 7.07(d, 2H, J = 8.5Hz), 7.16(d, 2H, J = 8.5Hz), 7.52(d, 2H, J 
= 8.5Hz), 7.74(brs, 1H), 7.77(d, 2H, J = 8.5Hz). 
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1-10 5 
mp : 190-191 °C 

!H-NMR (CDC1 3 ) 8 ppm:0.93(t, 3H, J = 7.3Hz), 1.28-1.41(m, 2H), 1.52- 
1.69(m, 4H), 1.75-1.90(m, 2H), 1.92-2.07(m, 4H), 2.58(t, 2H, J = 7.6Hz), 3.59(m, 
5 1H), 6.53(brs, 1H), 7.18(d, 2H, J = 8.5Hz), 7.31(d, 2H, J = 8.5Hz), 7.52(d, 2H, J 
= 8.5Hz), 7.67(brs, 1H), 7.84(d, 2H, J = 8.5Hz). 
1-10 6 
mp : 194-197 °C 

!H-NMR (CDCI3) 8 ppm:0.93(t, 3H, J = 7.3Hz), 1.22-1.41(m, 2H), 1.53- 
10 1.65(m, 2H), 1.90(s, 6H), 2.60(t, 2H, J = 7.8Hz), 6.86(brs, 1H), 7.18(d, 2H, J = 
8.5Hz), 7.43(d, 2H, J = 8.5Hz), 7.51(d, 2H, J = 8.5Hz), 7.71(brs, 1H), 7.84(d, 2H, 
J = 8.5Hz). 
1-10 7 
mp : 211-212 °C 

15 !H-NMR (CDCI3) 8 ppm:0.93(t, 3H, J = 7.3Hz), 1.24-1.40(m, 2H), 1.50- 
1.62(m, 2H), 2.60(t, 2H, J = 7.6Hz), 6.19(brs, 1H), 7.17(d, 2H, J = 8.5Hz), 7.18(d, 
2H, J = 8.5Hz), 7.51(d, 2H, J = 8.5Hz), 7.66(brs, 1H), 7.86(d, 2H, J = 8.5Hz). 
1-10 8 
mp : 298-300 °C 

20 iH-NMR (DMSO-d6) 8 ppm: 0.90(t, 3H, J = 7.3Hz), 1.22-1.39(m, 2H), 1.48- 
1.60(m, 2H), 2.54(t, 2H, J = 7.3Hz), 7.04(d, 2H, J = 8.8Hz), 7.12(d, 2H, J = 
8.5Hz), 7.64(d, 2H, J = 8.5Hz), 7.69(d, 2H, J = 8.8Hz), 9.80(s, 1H). 
1-10 9 
mp : 122-123 °C 

25 !H-NMR (CDCI3) 8 ppm:0.90(t, 3H, J = 7.4Hz), 0.97(t, 3H, J = 7.7Hz), 
1.26-1.38(m, 2H), 1.30(s, 6H), 1.50-1.66(m, 4H), 1.72-1. 83(m, 4H), 2.34(t, 2H, J 
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= 7.1Hz), 2.55(t, 2H, J = 7.6Hz), 3.19(q, 1H, J = 6.0Hz), 4.60(brs, 1H), 7.08(d, 
2H, J = 8.5Hz), 7.42(d, 2H, J = 8.5Hz), 7.85(s, 1H). 
I - 1 1 0 
mp : 109-110 °C 

5 iH-NMR (CDC1 3 ) 6 ppm:0.91(t, 3H, J = 7.4Hz), 1.10(d, 6H, J = 6.7Hz), 
1.29-1. 38(m, 2H), 1.55(s, 9H), 1.60-1.70(m, 2H), 1.78-1.89(m, 2H), 2.26(m, 1H), 
2.39(t, 2H, J = 7.0Hz), 2.57(t, 2H, J = 7.7Hz), 2.90(d, 2H, J = 6.6Hz), 3.16(brs, 
1H), 4.24(brs, 1H), 7.12(d, 2H, J = 8.5Hz), 7.40(d, 2H, J = 8.5Hz). 
I - 1 1 1 
10 mp : 64-65 °C 

!H-NMR (CDC1 3 ) 6 ppm:0.91(t, 3H, J = 7.3Hz), 1.02(t, 3H, J = 7.5Hz), 1.35(d, 
3H, J = 6.7Hz), 1.26-1. 38(m, 2H), 1.48-1. 69(m, 5H), 1.76-1.87(m, 2H), 2.04(m, 
1H), 2.38(t, 2H, J = 7.3Hz), 2.56(t, 2H, J = 7.6Hz), 2.91(m, 1H), 3.16(brs, 2H), 
4.42(brs, 1H), 7.11(d, 2H, J = 8.5Hz), 7.42(d, 2H, J = 8.5Hz), 7.47(brs, 1H). 
15 1-112 

mp : 79-80 °C 

!H-NMR (CDCI3) 6 ppm:1.36(s, 9H), 1.52-1.62(m, 2H), 1.67-1.76(m, 2H), 
2.22(t, 2H, J = 7.4Hz), 3.16(q, 2H, J = 6.3Hz), 3.78(s, 3H), 4.33(d, 2H, J = 5.4Hz), 
4.62(brs, 1H), 6.20(brs, 1H), 6.85(d, 2H, J = 8.8Hz), 7.19(d, 2H, J = 8.8Hz). 
20 1-113 

mp : 125-126 °C 

!H-NMR (CDCI3) 5 ppm:1.38(s, 9H), 1.62-1. 70(m, 2H), 1.76-1.88(m, 2H), 
2.46(t, 2H, J = 7.4Hz), 3.22(q, 2H, J = 6.1Hz), 4.22(t, 1H, J = 6.lHz), 7.24(dd, 1H, 
J = 8.9, 2.3Hz), 7.36(d, 1H, J = 2.3Hz), 7.65(brs, 1H), 8.29(d, 1H, J = 8.9Hz). 
25 1-114 

mp : 89-91 °C 
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iH-NMR (CDCI3) 6 ppm:0.92 (t, 3H, J = 7.0Hz), 1.06 (d, 6H, J = 7.0Hz), 1.36 
(m ,1H), 1.50-1.72 (m ,5H), 1.94-2.06 (m, 2H), 2.26 (m, 1H), 2.60 (t, 2H, J = 
7.7Hz), 2.84 (t, 2H, J = 7.7Hz), 2.93 (d, 2H, J = 6.3Hz), 3.20 (t, 2H, J = 6.6Hz), 
4.30 (brs, 1H), 7.19 (d, 2H, J = 8.5Hz), 7.63 (d, 2H, J = 8.5Hz), 9.15(brs, 1H). 
5 1-115 

mp : 94-95 °C 

!H-NMR (CDCI3) 6 ppm:0.92 (t, 3H, J = 7.5Hz), 1.03 (t, 3H, J = 7.5Hz), 
1.23-1.40 (m ,5H), 1.42-1.65 (m, 6H), 1.75 (m, 1H), 2.02 (m, 1H), 2.24 (t, 2H, J = 
7.0Hz), 2.59 (t, 2H, J = 8.0Hz), 2.90 (m, 1H), 3.14 (q, 2H, J = 6.6Hz), 4.20 (m, 
10 1H), 4.40 (d, 2H, J = 5.4Hz), 5.70 (brs, 1H), 7.14 (d, 2H, J = 8.1Hz), 7.18(d, 2H, 
J = 8.1Hz). 
1-116 
mp : 89-91 °C 

iH-NMR (CDCI3) 6 ppm:0.97 (t, 3H, J = 7.3Hz), 1.02 (t, 3H, J = 7.5Hz), 1.35 
15 (d, 3H, J = 7.0Hz), 1.40-1.90 (m ,9H), 2.04 (m ,1H), 2.37 (t, 2H, J = 7.0Hz), 2.90 
(m, 1H), 3.17 (q, 2H, J = 6.6Hz), 3.93 (t, 2H, J = 6.6Hz), 4.32 (m, 1H), 6.84 (d, 2H, 
J = 9.0Hz), 7.31 (brs, 1H), 7.40 (d, 2H, J = 9.0Hz). 
1-117 
mp : 110-111 °C 

20 iH-NMR (CDCI3) 6 ppm:1.02 (t, 3H, J = 7.5Hz), 1.34 (d, 3H, J = 6.6Hz), 
1.45-1.70 (m ,3H), 1.75-1.85 (m, 2H), 2.05 (m ,1H), 2.36 (t, 2H, J = 7.5Hz), 2.90 
(m, 1H), 3.16 (q, 2H, J = 6.6Hz), 3.78 (s, 3H), 4.50 (m, 1H), 6.84 (d, 2H, J = 
6.8Hz), 7.42 (d, 2H, J = 6.8Hz), 7.48 (brs, 1H). 
1-118 

25 mp : 113-115 °C 

iH-NMR (CDCI3) 8 ppm:0.92 (t, 3H, J = 7.0Hz), 1.20-1.34 (m ,1H), 1.37 (d, 
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6H, J = 7.0Hz), 1.48-1.70 (m, 3H), 2.43 (q, 2H, J = 6.6Hz), 2.58 (t, 2H, J = 7.7Hz), 
3.10-3.31 (m, 3H), 4.75 (m, 1H), 6.04 (d, 1H, J = 15.0Hz), 6.77 (dt, 1H, J = 7.7, 
15.0Hz), 7.14 (d, 2H, J = 8.4Hz), 7.55 (d, 2H, J = 8.4Hz), 7.85 (brs, 1H). 
1-119 
5 mp : 139-140 °C 

!H-NMR (CDC1 3 ) 8 ppm:1.19(s, 9H), 1.47(m, 2H), 1.61(m, 2H), 2.18(t, 2H, J 
= 7.6Hz), 3.03(q, 2H, J = 6.3Hz), 4.09(t, 1H, J = 5.9Hz), 6.85(brd, 1H, J = 8.0Hz), 
7.00(t, 1H, J = 8.0Hz), 7.16(brd, 1H, J = 8.0), 7.48(brs, 1H), 7.57(brs, 1H). 
1-12 0 
10 mp: 183°C 

iH-NMR (CDCI3) 6 ppm:0.91(t, 3H, J = 7.3Hz), 1.20-1.58(m, 6H), 1.40(s, 9H), 
2.07(dd, 1H, J = 12.9, 3.1Hz), 2.52(t, 2H, J = 7.7Hz), 2.95(dd, 2H, J = 11.5, 
2.5Hz), 3.46(m, 1H), 3.88-4.07(m, 3H), 6.47(s, 1H), 7.08(d, 2H, J = 8.5Hz), 
7.22(d, 2H, J = 8.5Hz). 
15 1-12 1 

mp : 163-166 °C 

!H-NMR (CDCI3) 6 ppm:0.91(t, 3H, J = 7.3Hz), 1.32-1.62(m, 6H), 1.45(s, 9H), 
1.95-2.07(m, 3H), 2.20(m, 1H), 2.46(td, 1H, J = 10.4, 3.7Hz), 2.37(t, 2H, J = 
7.6Hz), 3.43(brd, 2H, J = 10.4Hz), 4.80(s, 1H), 7.12(d, 2H, J = 8.4Hz), 7.14(s, 
20 1H), 7.39(d, 2H, J = 8.4Hz). 
1-12 2 
mp : 188-189 °C 

!H-NMR (CDCI3) 5 ppm:0.91 (t, 3H, J = 7.5Hz), 1.25-1.41 (m ,2H), 1.42 (s, 
9H), 1.50-1.62 (m ,2H), 1.78-1.95 (m ,4H), 2.00-2.20 (m ,6H), 2.57 (t, 2H, J = 
25 7.5Hz), 3.99 (brs, 1H), 7.10 (brs, 1H), 7.12 (d, 2H, J = 6.5Hz), 7.41 (d, 2H, J = 
6.5Hz). 
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1-12 3 
mp : 197-198 °C 

!H-NMR (CDC1 3 ) 8 ppm:0.91 (t, 3H, J = 7.5Hz), 1.24-1.40 (m ,2H), 1.39 (s, 
9H), 1.50-1.70 (m ,2H), 1.99 (brs ,12H), 2.56 (t, 2H, J = 7.5Hz), 3.47 (brs, 1H), 
5 7.10 (s, 1H), 7.11 (d, 2H, J = 8.5Hz), 7.38 (d, 2H, J = 8.5Hz). 
1-12 4 
mp : 258-260 °C 

!H-NMR (CDCI3) 6 ppm:1.20-1.40 (m, 2H), 1.41 (s, 9H), 1.62-1.81 (m, 2H), 
2.03-2.35 (m, 5H), 2.37 (s, 3H), 2.71 (s, 3H), 3.32 (m, 1H), 3. .64 (d, 1H, J = 
10 8.4Hz), 7.08 (brs, 1H), 7.24 (m, 1H), 7.33 (m, 2H), 7.60 (d, 1H, J = 8.1Hz), 7.77 
(s, 1H), 7.80 (d, 1H, J = 8.4Hz), 8.14 (m, 1H). 
1-12 5 
mp : 297-299 °C 

1H-NMR (DMSO-ds) 8 ppm:1.27 (s, 9H), 1.28-1.56 (m, 4H), 1.80-2.01 (m, 4H), 
15 2.47 (m, 1H), 2.76 (brs, 1H), 3.05 (m, 2H), 6.78 (d, 1H, J = 9.0Hz), 7.23 (d, 1H, J 
= 9.0Hz), 7.46 (dd, 1H, J = 2.0, 9.0Hz), 8.03 (d, 1H, J = 2.0Hz). 
1-12 6 
mp : 198-199 °C 

!H-NMR (CDCI3) 6 ppm:1.18-1.39 (m, 2H), 1.40 (s, 9H), 1.60-1.79 (m, 2H), 
20 1.98-2.35 (m, 5H), 3.30 (m, 1H), 3.67 (d, 1H, J = 9.6Hz), 5.89 (tt, 1H, J = 3.0, 
50.0Hz), 6.97 (d, 1H, J = 7.8Hz), 7.21 (s, 1H), 7.30-7.40 (m, 2H), 7.55 (s, 1H) 
1-12 7 
mp : 262-264 °C 

!H-NMR (CDCI3) 6 ppm:1.20-1.39 (m, 2H), 1.41 (s, 9H), 1.60-1.80 (m, 2H), 
25 2.00-2.36 (m, 5H), 2.57 (s, 3H), 3.33 (m, 1H), 3. .62 (d, 1H, J = 8.7Hz), 7.28 (brs, 
1H), 7.62 (d, 2H, J = 8.7Hz), 7.94 (d, 2H, J = 8.7Hz). 
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1-12 8 
mp : 252-254 °C 

!H-NMR (CDC1 3 ) 8 ppm:1.18-1.39 (m, 2H), 1.40 (s, 9H), 1.58-1.79 (m, 2H), 
1.99-2.30 (m, 5H), 2.46 (s, 3H), 3.32 (m, 1H), 3. .64 (m, 1H), 7.11 (brs, 1H), 7.23 
5 (d, 2H, J = 9.0Hz), 7.44 (d, 2H, J = 9.0Hz). 
1-12 9 
mp : >300 °C 

iH-NMR (CDCI3+CD3OD) 8 ppm:1.30-1.45(m, 2H), 1.42(s, 9H), 1.70-1.88(m, 
2H), 2.10-2.37(m, 4H), 2.52(m, 1H), 3.34(m, 1H), 7.43-7. 54(m, 3H), 7.82(d, 1H, J 
10 = 6.7Hz), 7.88(d, 1H, J = 8.5Hz), 7.98-8.07(m, 2H), 8.44(s, 1H), 8.46(s, 1H). 
1-13 0 
mp : 123-124 °C 

!H-NMR (CDCI3) 8 ppm:1.18-1.34(m, 2H), 1.40(s, 9H), 1.62-1.75(m, 2H), 
2.00-2. 28(m, 5H), 3.31(m, 1H), 3.61(d, 1H, J = 9.5Hz), 5.59(s, 1H), 7.17(s, 1H), 
15 7.30-7.37(m, 6H), 7.41(d, 1H, J = 8.5Hz), 7.84(d, 1H, J = 2.1Hz). 
1-13 1 
mp : 202-204 °C 

iH-NMR (CDCI3) 8 ppm:1.27-1.38(m, 2H), 1.38(s, 9H), 1.62-1.75(m, 2H), 
1.97-2.04(m, 2H), 2.18-2.27(m, 3H), 3.26(m, 1H), 3.81(s, 3H), 4.62(d, 1H, J = 
20 7.9Hz), 7.12(d, 1H, J = 7.8Hz), 7.40(t, 1H, J = 7.8Hz), 7.51(s, 3H), 7.61(d, 1H, J 
= 7.8Hz), 7.71(s, 1H), 8.21(brs, 1H). 
1-13 2. 
mp : 236-237 °C 

!H-NMR (CDCI3) 8 ppm:1.23-1.43(m, 2H), 1.41(s, 9H), 1.66-1.80(m, 2H), 
25 2.08-2. 12(m, 2H), 2.23-2.31(m, 3H), 3.34(m, 1H), 3.87(d, 1H, J = 9.5Hz), 4.02(s, 
3H), 7.30(td, 1H, J = 7.3, 1.1Hz), 7.36(s, 1H), 7.39(td, 1H, J = 7.3, 1.5Hz), 
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7.53(brd, 1H, J = 7.3Hz), 7.84(brd, 1H, J = 7.3Hz), 8.05(s, 1H), 8.73(s, 1H). 
1-13 3 
mp : 198-200 °C 

!H-NMR (CDC1 3 ) 6 ppm:0.93(t, 3H, J = 7.3Hz), 0.97(t, 3H, J = 6.7Hz), 
5 1.18-1.81(m, 7H), 1.39(s, 9H), 1.98-2.05(m, 2H), 2.21-2.24(m, 3H), 3.29(m, 1H), 

4.00(dd, 1H, J = 10.7, 6.7Hz), 4.09(dd, 1H, J = 10.7, 6.1Hz), 4.27(d, 1H, J = 

9.8Hz), 6.37(d, 1H, J = 15.9Hz), 7.47(d, 2H, J = 8.5Hz), 7.59(d, 2H, J = 8.5Hz), 

7.62(d, 1H, J= 15.9Hz), 7.83(brs, 1H). 

1-13 4 
10 mp : 212-213 °C 

!H-NMR (CDCI3) 6 ppm:1.21-1.32(m, 2H), 1.39(s, 9H), 1.59-1.73(m, 2H), 

1.99-2.04(m, 2H), 2.10-2.26(m, 3H), 3.26(m, 1H), 3.72(d, 1H, J = 9.6Hz), 6.74(m, 

1H), 7.02(d, 2H, J = 7.4Hz), 7.11(t, 1H, J = 7.4Hz), 7.13-7.19(m, 2H), 7.22- 

7.26(m, 2H), 7.34(t, 2H, J = 7.4Hz). 
15 1-13 5 

mp : 294-296 °C 

!H-NMR (DMSO-ds) 5 ppm:1.27 (s, 9H), 1.28-1.55 (m, 4H), 1.81-2.05 (m, 4H), 

2.26 (m, 1H), 2.98-3.20 (m, 2H), 6.78 (d, 1H, J = 9.0Hz), 7.31 (t, 1H, J = 7.5Hz), 
7.54-7.72 (m, 5H), 7.94 (brs, 1H). 

20 1-13 6 

mp : >300 °C 

!H-NMR (DMSO-de) 8 ppm:1.28 (s, 9H), 1.29-1.59 (m, 4H), 1.81-2.02 (m, 4H), 

2.27 (m, 1H), 3.06 (m, 1H), 6.81 (d, 1H, J = 8.7Hz), 7.38 (t, 1H, J = 7.2Hz), 7.48 
(t, 2H, J = 7.2Hz), 7.62-7.81 (m, 10H), 9.93 (brs, 1H). 

25 1-13 7 

mp : 291-292 °C 

191 



WO 01/37826 



PCT/JP00/08197 



!H-NMR (CDCI3) 8 ppm:1.25-1.39 (m, 2H), 1.41 (s, 9H), 1.61-1.80 (m, 2H), 
2.01-2.36 (m, 5H), 3.32 (m, 1H), 3.63 (d, 1H, J = 9.3Hz), 7.20 (brs, 1H), 7.53-7.74 
(m, 8H). 
1-13 8 
5 mp : 259-262 °C 

!H-NMR (CD3OD) 6 ppm:1.40 (s, 9H), 1.40-1.80 (m, 4H), 2.00-2.30 (m, 4H), 
2.45 (m, 1H), 3.00 (s, 3H), 3.15-3.30 (m, 2H), 7.90 (d, 1H, J = 8.4Hz), 8.12 (d, 1H, 
J = 9.0Hz), 8.39 (d, 1H, J = 9.0Hz), 8.72 (s, 1H), 8.92 (d, 1H, J = 8.4Hz), 10.4 (s, 
1H). 
10 1-13 9 

mp : 265-268 °C 

!H-NMR (CDCI3) 8 ppm:1.25-1.40(m, 2H), 1.40(s, 9H), 168-1. 81(m, 2H), 
2.05-2. 10(m, 2H), 2.23-2.37(m, 3H), 3.32(m, 1H), 4.27(d, 1H, J = 9.1Hz), 7.53(t, 
1H, J = 7.9Hz), 7.63(td, 1H, J = 7.9, 1.4Hz), 7.77(d, 1H, J = 7.9Hz), 8.03(d, 1H, 
15 J = 7.9Hz), 8.37(brs, 1H), 8.85-8. 86(m, 2H). 
1-14 0 
mp : 258-260 °C 

!H-NMR (CDCI3) 6 ppm:1.20-1.40 (m, 2H), 1.41 (s, 9H), 1.52-1.85 (m, 2H), 
2.03-2.35 (m, 5H), 3.34 (m, 1H), 3.75 (m, 1H), 7.35-7.66 (m, 3H), 8.05 (d, 1H, J 
20 = 9.0Hz), 8.11 (d, 1H, J = 9.0Hz), 8.40 (brs, 1H), 8.83 (s, 1H). 
1-14 1 
mp : 205-206 °C 

!H-NMR (CDCI3) 8 ppm:1.20-1.37(m, 2H), 1.40(s, 9H), 1.43-1.62(m, 2H), 
1.90-2.01(m, 2H), 2.02-2.23(m, 3H), 3.27(m, 1H), 3.63(d, 1H, J = 9.6Hz), 3.70(s, 
25 3H), 6.64(d, 1H, J = 8.8Hz), 7.28-7.41(m, 5H), 7.45(brs, 1H), 8.26(d, 1H, J = 
8.8Hz). 
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1-14 2 
mp : 277-280 °C 

iH-NMR (CDC1 3 ) 8 ppm:0.23-0.34(m, 2H), 1.34(s, 9H), 1.34-1.55(m, 5H), 
1.76-1.80(m, 2H), 2.97(m, 1H), 3.31(d, 1H, J = 9.6Hz), 7.18(s, 1H), 7.50-7.59(m, 
5 4H), 7.77(dd, 1H ; J = 7.4, 1.0Hz), 7.91-7.98(m, 2H), 8.39(dd, 1H, J = 7.4, 1.9Hz). 
1-14 3 
mp : 202-203 °C 

!H-NMR (CDCI3) 8 ppm:1.23-1.40(m, 2H), 1.40(s, 9H), 1.57-1.71(m, 2H), 
2.05-2. 10(m, 2H), 2.18-2.28(m, 3H), 3.31(m, 1H), 3.91(s, 3H), 3.93(s, 3H), 4.05(d, 
10 1H, J = 9.5Hz), 8.15(s, 1H), 9.56(s, 1H). 
1-14 4 
mp : 177-178 °C 

^H-NMR (CDCI3) 8 ppm:1.27-1.39(m, 2H), 1.40(s, 9H), 1.65-1.79(m, 2H), 
2.04-2.07(m, 2H), 2.12-2.34(m, 3H), 3.22(m, 1H), 3.93(d, 1H, J = 9.1Hz), 6.90- 
15 7.03(m, 3H), 7.25(m, 1H), 7.77(dd, 1H, J = 4.9, 1.7Hz), 7.81(brs, 1H), 8.72(dd, 
1H, J = 7.8, 1.5Hz). 
1-14 5 
mp : >300 °C 

iH-NMR (DMSO-de) 8 ppm:1.30(s, 9H), 1.44-1. 70(m, 4H), 2.05-2. 19(m, 4H), 
20 2.73(m, 1H), 3.18(m, 1H), 6.86(d, 1H, J = 8.8Hz), 7.62(t, 2H, J = 8.5Hz), 7.86(t, 
2H, J = 8.5Hz), 7.89(d, 2H, J = 8.5Hz), 8.16(d, 2H, J = 8.5Hz). 
1-14 6 
mp : 240-242 °C 

!H-NMR (DMSO-de) 6 ppm: 1.26- 1.53(m, 4H), 1.27(s, 9H), 1.74-1.83(m, 2H), 
25 1.90-1.97(m, 2H), 2.26(m, 1H), 3.04(m, 1H), 6.59(brs, 1H), 6.74-6.79(m, 3H), 
7.74(8, 1H), 10.32(s, 1H), 12.80(s, 1H). 
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1-14 7 
mp : 167-169 °C 

!H-NMR (CDC1 3 ) 6 ppm:1.05-1.28 (m, 2H), 1.38 (s, 9H), 1.47-1.70 (m, 2H), 
1.80-2.00 (m, 3H), 2.13-2.25 (m, 2H), 2.75 (t, 2H, J = 6.9Hz), 3.24 (m, 1H), 3.49 
5 (dt, 2H, J = 6.3, 6.9Hz), 3.58 (d, 1H, J = 8.7Hz), 3.87 (s, 6H), 5.40 (brs, 1H), 6.71 
(m, 2H), 6.82 (d, 1H, J = 8.7Hz). 
1-14 8 
mp : 171-172 °C 

!H-NMR (GDCI3) 8 ppm:1.16-1.38 (m, 2H), 1.39 (s, 9H), 1.50-1.79 (m, 4H), 
10 1.85-2.02 (m, 3H), 2.15-2.30 (m, 2H), 2.35-2.56 (m, 6H), 3.25 (m, 1H), 3.33 (q, 
2H, J = 6.0Hz), 3.63 (d, 1H, J = 9.0Hz), 3.72 (t, 4H, J = 4.6Hz), 6.77 (brs, 1H). 
1-14 9 

iH-NMR (CDCI3) 6 ppm:1.20-1.36 (m, 2H), 1.28 (t, 3H, J = 7.2Hz), 1.39 (s, 
9H), 1.45-1.70 (m, 2H), 1.85-2.30 (m, 7H), 2.43 (s, 3H), 3.05-3.42 (m, 3H), 
15 3.46-3.80 (m, 3H), 7.31 (d, 1H, J = 7.2Hz), 7.40-7.52 (m, 3H), 8.18 (brs, 1H). 
1-15 0 
mp : 203-204 °C 

!H-NMR (CDCI3) 8 ppm:1.15-1.37 (m, 2H), 1.39 (s, 9H), 1.42-1.70 (m, 2H), 
1.85-2.29 (m, 5H), 2.76 (t, 2H, J = 6.0Hz), 3.26 (m, 1H), 3.49 (q, 2H, J = 6.0Hz), 
20 3.61 (m, 1H), 4.03 (s, 2H), 5.88 (brs, 1H), 7.15 (dd, 1H, J = 7.0, 8.8Hz), 7.30-7.35 
(m, 2H). 
1-15 1 
mp : 181-183 °C 

!H-NMR (CDCI3) 8 ppm:1.15-1.30 (m, 2H), 1.39 (s, 9H), 1.45-1.64 (m, 2H), 
25 1.88-2.05 (m, 3H), 2.15-2.25 (m, 2H), 2.69 (t, 2H, J = 6.0Hz), 3.28 (m, 1H), 3.47 
(q, 2H, J = 6.0Hz), 3.58 (d, 1H, J = 9.9Hz), 3.87 (s, 2H), 5.83 (brs, 1H), 7.00 (m, 

194 



WO 01/37826 



PCT/JP00/08197 



1H), 7.20 (m, 2H). 
1-15 2 
mp : 222-224 °C 

1H-NMR (CDC1 3 ) 6 ppm:l. 16-1.37 (m, 2H), 1.39 (s, 9H), 1.49-1.70 (m, 2H), 
5 1.90-2.25 (m, 5H), 3.26 (m, 1H), 3.36 (t, 2H, J = 6.4Hz), 3.66 (dt, 3H, J = 6.0, 
6.4Hz), 5.87 (t, 1H, J = 6.0Hz), 7.58 (s, 1H), 7.68 (dd, 1H, J = 7.0, 8.5Hz), 7.83 
(dd, 1H, J = 7.0, 8.5Hz), 8.19 (t, 2H, J = 8.5Hz). 
1-15 3 
mp : 207-209 °C 

10 iH-NMR (CDCI3) 6 ppm:1.05-1.25 (m, 2H), 1.38 (s, 9H), 1.40-2.03 (m, 10H), 
2.05-2.25 (m, 2H), 2.58 (s, 3H), 2.76 (m, 1H), 3.05-3.35 (m, 2H), 3.97 (d, 1H, J = 
9.5Hz), 4.94 (t, 1H, J = 4.0Hz), 8.42 (d, 1H, J = 5.5Hz), 8.97 (d, 1H, J = 5.5Hz). 
1-15 4 
mp : 184-185 °C 

15 iH-NMR (CDCI3) 8 ppm:l. 05-1.25 (m, 2H), 1.37 (s, 9H), 1.50-1.69 (m, 2H), 
1.85-2.05 (m, 3H), 2.10-2.21 (m, 2H), 3.24 (m, 1H), 3.64 (m, 1H), 4.87 (s, 1H), 
4.88 (s, 1H), 5.67 (brs, 1H), 7.42 (d, 2H, J = 5.5Hz), 7.52 (m, 2H), 7.78 (m, 1H), 
7.82 (m, 1H), 7.95 (d, 1H, J = 7.0Hz). 
1-15 5 

20 mp : 208-210 °C 

!H-NMR (DMSO-de) 6 ppm:1.26 (s, 9H), 1.27-1.50 (m, 4H), 1.75-2.00 (m, 4H), 
2.16 (m, 1H), 2.81 (s, 3H), 3.02 (m, 1H), 6.79 (d, 1H, J = 8.5Hz), 10.00 (s, 1H), 
10.66 (s, 1H). 
1-15 6 

25 mp : 256-257 °C 

iH-NMR (CDCI3) S ppm:1.20-1.39 (m, 2H), 1.41 (s, 9H), 1.60-1.81 (m, 2H), 
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2.01-2.35 (m, 5H), 2.69 (t, 2H, J = 6.0Hz), 3.11 (t, 2H, J = 6.0Hz), 3.30 (m, 1H), 
3.61 (d, 1H, J = 9.3Hz), 7.21 (d, 1H, J = 8.0Hz), 7.31 (s, 1H), 7.70 (d, 1H, J = 
8.0Hz), 7.99 (s, 1H). 
1-15 7 
5 mp : 269-271 °C 

iH-NMR (CDC1 3 ) 6 ppm:1.20-1.45 (m, 2H), 1.41 (s, 9H), 1.70-1.90 (m, 2H), 
2.10-2.45 (m, 5H), 3.37 (m, 1H), 3.68 (m, 1H), 7.45 (dd, 1H, J = 4.0, 8.0Hz), 7.53 
(brs, 1H), 7.72 (t, 1H, J = 8.0Hz), 7.83 (d, 1H, J = 8.0Hz), 8.02 (d, 1H, J = 8.0Hz), 
8.18 (d, 1H, J = 8.0Hz), 8.93 (d, 1H, J = 4.0Hz). 
10 1-15 8 

mp : 253-255 °C 

J-H-NMR (CDCI3) 6 ppm:1.20-1.40 (m, 2H), 1.42 (s, 9H), 1.60-1.90 (m, 2H), 
2.06-2.50 (m, 5H), 2.72 (s, 3H), 3.33 (m, 1H), 3.78 (d, 1H, J = 9.2Hz), 7.52 (t, 
1H, J = 7.0Hz), 7.62-7.80 (m, 2H), 7.94 (brs, 1H), 8.05 (d, 1H, J = 8.5Hz), 8.20 (s, 
15 1H). 

1-15 9 
mp : 253-255 °C 

!H-NMR (CDCI3) 8 ppm:1.20-1.39 (m, 2H), 1.40 (s, 9H), 1.60-1.80 (m, 2H), 
1.98-2.30 (m, 5H), 2.71 (s, 3H), 3.31 (m, 1H), 3.68 (d, 1H, J = 9.0Hz), 7.41 (brs, 
20 1H), 7.61 (d, 2H, J = 9.0Hz), 7.70 (d, 2H, J = 9.0Hz). 
1-16 0 
mp : 211-212 °C 

iH-NMR (CDCI3) 6 ppm:1.20-1.32 (m, 2H), 1.39 (t, 3H, J = 7.0Hz), 1.40 (s, 
9H), 1.55-1.79 (m, 2H), 1.98-2.35 (m, 5H), 3.31 (m, 1H), 3.65 (d, 1H, J = 9.5Hz), 
25 4.03 (q, 2H, J = 7.0Hz), 6.64 (d, 1H, J = 8.0Hz), 6.92 (d, 1H, J = 8.0Hz), 7.10 (s, 
1H), 7.19 (t, 1H, J = 8.0Hz), 7.30 (brs, 1H). 
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1-16 1 
mp : 202-203 °C 

!H-NMR (CDC1 3 ) 8 ppm:0.96 (t, 1H, J = 7.3Hz), 1.29-1.39 (m, 2H), 1.40 (s, 
9H), 1.41-1.58 (m, 2H), 1.60-1.80 (m, 4H), 1.98-2.31 (m, 5H), 3.31 (m, 1H), 3.66 
5 (d, 1H, J = 8.5Hz), 3.96 (t, 2H, J = 6.4Hz), 6.64 (d, 1H, J = 8.0Hz), 6.90 (d, 1H, 
J = 8.0Hz), 7.11 (s, 1H), 7.19 (t, 1H, J = 8.0Hz), 7.31 (brs, 1H). 
1-16 2 
mp : 177-180 °C 

!H-NMR (CDCI3) 8 ppm:l. 18-1.38 (m, 2H), 1.39 (s, 9H), 1.59-1.78 (m, 2H), 
10 1.95-2.05 (m, 2H), 2.07-2.25 (m, 3H), 3.26 (m, 1H), 3.46 (s, 3H), 4.17 (d, 1H, J = 
9.5Hz), 5.15 (s, 2H), 6.77 (d, 1H, J = 8.0Hz), 7.10-7.23 (m, 2H), 7.34 (s, 1H), 7.58 
(s, 1H). 
1-16 3 
mp : 175-178 °C 

15 !H-NMR (DMSO-ds) 6 ppm: 1.27 (s, 9H), 1.28-1.50 (m, 4H), 1.78-2.00 (m, 4H), 
2.22 (m, 1H), 2.96-3.15 (m, 2H), 6.67 (m, 1H), 6.79 (d, 1H, J = 8.5Hz), 7.18 (m, 
2H), 7.38 (s, 1H), 9.81 (s, 1H). 
1-16 4 
mp : 232-233 °C 

20 !H-NMR (CDCI3) 6 ppm:0.97(t, 3H, J = 7.3Hz), 1.22-1. 30(m, 2H), 1.40(s, 9H), 
1.44-1.51(m, 2H), 1.67-1.77(m, 4H), 2.02-2.24(m, 5H), 3.22(m, 1H), 3.62(d, 1H, 
J = 9.6Hz), 4.25(t, 2H, J = 6.8Hz), 6.71(d, 1H, J = 8.4Hz), 7.01(brs, 1H), 7.91(dd, 
1H, J = 8.4, 3.3Hz), 8.08(d, 1H, J = 3.3Hz). 
1-16 5 

25 mp : 199-200 °C 

!H-NMR (CDCI3) 6 ppm:0.96(t, 3H, J= 7.4Hz), 1.24-1.50(m, 4H), 1.40(s, 9H), 
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1.67-1. 76(m, 3H), 2.03-2.08(m, 2H), 2.24-2.35(m, 3H), 3.29(m, 1H), 3.76(d, 1H, 
J = 9.1Hz), 3.91(t, 2H, J = 6.6Hz), 6.41(dd, 1H, J = 8.8, 2.5Hz), 6.55(d, 1H, J = 
2.5Hz), 6.82(d, 1H, J = 8.8Hz), 7.43(s, 1H), 8.95(s, 1H). 
1-16 6 
5 mp : 215-218 °C 

!H-NMR (CDCI3+CD3OD) 6 ppm:0.97(t, 3H, J = 7.4Hz), 1.24-1.40(m, 4H), 
1.39(8, 9H), 1.42-1. 60(m, 2H), 1.54-1.72(m, 2H), 1.76-1.82(m, 2H), 1.91-2.00(m, 
2H), 2.06-2. 22(m, 3H), 3.24(m, 1H), 4.00(t, 2H, J = 6.6Hz), 6.78(d, 1H, J = 
8.8Hz), 6.98(dd, 1H, J = 8.8, 2.5Hz), 7.09(d, 1H, J = 8.8Hz). 
10 1-16 7 

mp : 212-213 °C 

!H-NMR (CDCI3) 6 ppm:0.96(t, 3H, J = 7.5Hz), 1.26-1. 34(m, 2H), 1.40(s, 9H), 
1.45-1.50(m, 2H), 1.68-1.77(m, 4H), 2.03-2.08(m, 2H), 2.17(m, 1H), 2.26-2.29(m, 
2H), 3.29(m, 1H), 3.60(d, 1H, J = 9.0Hz), 4.25(t, 2H, J = 6.8Hz), 6.71(d, 1H, J = 
15 8.4Hz), 7.01(brs, 1H), 7.91(dd, 1H, J = 8.4, 3.3Hz), 8.08(d, 1H, J = 3.3Hz). 
1-16 8 
mp : 230-232 °C 

!H-NMR (CDCI3) S ppm:1.22-1.35(m, 2H), 1.40(s, 9H), 1.63-1.77(m, 2H), 
2.03-2.08(m, 2H), 2.15-2.29(m, 3H), 3.31(m, 1H), 3.63(d, 1H, J = 9.3Hz), 6.89(d, 
20 1H, J = 9.4Hz), 7.10(brd, 2H, J = 7.4Hz), 7.12(brs, 1H), 7.18(t, 1H, J = 7.4Hz), 
7.36(brt, 2H, J = 7.4Hz), 8.09-8.15(m, 2H). 
1-16 9 
mp : 159-160 °C 

!H-NMR (CDCI3) 6 ppm:0.97(t, 3H, J = 7.3), 1.20-1. 35(m, 2H), 1.40(s, 9H), 
25 1.37-1.49(m, 2H), 1.61-1. 78(m, 4H), 2.05-2.08(m, 2H), 2.23-2.26(m, 2H), 2.36(s, 
3H), 2.97(brs, 1H), 3.32(m, 1H), 3.86(brs, 1H), 4.30(t, 2H, J = 6.5Hz), 6.25(s, 
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1H), 7.92(brs, 1H). 
1-17 0 
mp : 180-181 °C 

!H-NMR (CDC1 3 ) 6 ppm:0.88-0.89(m, 2H), 1.39(s, 9H), 1.42-1.60(m, 2H), 
5 1.86-1.90(m, 2H), 2.04-2.09(m, 2H), 2.42(s, 3H), 2.91(m, 1H), 3.20(m, 1H), 
3.63(d, 1H, J = 9.2Hz), 6.38(s, 1H), 7.15(m, 2H), 7.28(m, 1H), 7.45(m, 2H), 
7.84(brs, 1H). 
1-17 1 
mp : 173-174 °C 

10 !H-NMR (CDCI3) 6 ppm:0.98(t, 3H, J = 7.5Hz), 1.29-1.40(m, 2H), 1.40(s, 9H), 
1.55(111, 2H), 1.62-1. 83(m, 4H), 2.09-2. 12(m, 2H), 2.24-2.32(m, 3H), 3.32(m, 1H), 
3.63(d, 1H, J = 9.5Hz), 3.99(t, 2H, J = 6.4Hz), 7.22(dd, 1H, J = 9.4, 2.7Hz), 
7.66(d, 1H, J = 2.7Hz), 8.63(d, 1H, J = 9.4Hz), 10.17(s, 1H). 
1-17 2 

15 mp : 238-242 °C 

!H-NMR (CDCI3) 6 ppm:0.96(t, 3H, J = 7.3Hz), 1.23-1.52(m, 4H), 1.40(s, 9H), 
1.61-1. 78(m, 4H), 2.05-2.28(m, 5H), 3.30(m, 1H), 3.66(d, 1H, J = 9.4Hz), 
3.84(brs, 2H), 3.90(t, 2H, J = 6.4Hz), 6.32-6.35(m, 2H), 6.96(brs, 1H), 6.97(d, 1H, 
J = 9.4Hz). 

20 1-17 3 

mp : 165-166 °C 

!H-NMR (CDCI3) 6 ppm:1.23-1.26(m, 2H), 1.40(s, 9H), 1.67-1. 72(m, 2H), 
2.01-2.06(m, 2H), 2.11-2.28(m, 3H), 3.31(m, 1H), 3.60(s, 2H), 3.69(s, 3H), 
4.02(brs, 1H), 7.01(d, 1H, J = 8.0Hz), 7.25(t, 1H, J = 8.0Hz), 7.43(d, 1H, J = 
25 8.0Hz), 7.49(brs, 1H), 7.51(brs, 1H). 
1-17 4 
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mp : 264-265 °C 

!H-NMR (CDCI3+CD3OD) 6 ppm: 1.26-1.29(m, 2H), 1.39(s, 9H), 1.62-1.69(m, 
2H), 1.96-2.00(m, 2H), 2.18-2.21(m, 3H), 3.25(m, 1H), 3.58(s, 2H), 7.01(d, 1H, J 
= 7.5Hz), 7.26(t, 1H, J = 7.5Hz), 7.42(brs, 1H), 7.50(d, 1H, J = 7.5Hz). 
5 1-17 5 
mp : 90-94 °C 

!H-NMR (CDCI3) 8 ppm:1.16-1.23(m, 2H), 1.37(s, 9H), 1.44-1.56(m, 2H), 
1.73-1.85(m, 3H), 2.11-2.15(m, 2H), 3.57(t, 2H, J = 6.4Hz), 3.21(m, 1H), 3.58(m, 
2H), 3.84(d, 1H, J = 9.3Hz), 5.56(brs, 1H), 7.01(s, 1H), 7.11(t, 1H, J = 7.5Hz), 
10 7.21(t, 1H, J = 7.5Hz), 7.38(d, 1H, J = 7.5Hz), 7.59(d, 1H, J = 7.5Hz), 8.24(brs, 
1H). 

1-17 6 
mp : 116-118 °C 

iH-NMR (CDCI3) 8 ppm:1.18-1.38 (m, 2H), 1.40 (s, 9H), 1.60-1.79 (m, 2H), 
15 1.95-2.30 (m, 5H), 3.30 (m, 1H), 3.69 (m, 1H), 3.80 (s, 3H), 4.64 (s, 2H), 6.67 (d, 
1H, J = 8.0Hz), 7.00 (d, 1H, J = 8.5Hz), 7.15-7.24 (m, 2H), 7.32 (brs, 1H). 
1-17 7 
mp : 219-220 °C 

!H-NMR (DMSO-de) 8 ppm: 1.27 (s, 9H), 1.28-1.50 (m, 4H), 1.75-2.01 (m, 
20 4H), 2.18-2.30 (m, 1H), 2.95-3.15 (m, 2H), 4.61 (s, 2H), 6.56 (m, 1H), 6.80 (d, 1H, 
J = 8.5Hz), 7.16 (m, 2H), 7.28 (brs, 1H), 9.87 (brs, 1H). 
1-17 8 
mp : 170-173 °C 

!H-NMR (CDCI3) 6 ppm:1.18-1.39 (m, 2H), 1.40 (s, 9H), 1.50-1.80 (m, 2H), 
25 1.90-2.33 (m, 5H), 2.36 (s, 6H), 2.75 (t, 2H, J = 5.5 Hz), 3.30 (m, 1H), 3.70 (m, 
1H), 4.08 (t, 2H, J = 5.5Hz), 6.68 (d, 1H, J = 8.0Hz), 6.94 (d, 1H, J = 7.5Hz), 

200 



WO 01/37826 



PCT/JP00/08197 



7.15-7.23 (m, 2H), 7.33 (brs, 1H). 
1-17 9 
mp : 191-193 °C 

!H-NMR (CDC1 3 ) 8 ppm:1.20-1.39 (m, 2H), 1.40 (s, 9H), 1.58-1.80 (m, 2H), 
5 1.98-2.32 (m, 5H), 3.30 (m, 1H), 3.70 (d, 1H, J = 9.5 Hz), 4.77 (s, 2H), 6.73 (d, 1H, 
J = 8.0Hz), 7.04 (d, 1H, J = 8.0Hz), 7.20-7.31 (m, 2H), 7.48 (brs, 1H). 
1-18 0 
mp : 174-176 °C 

!H-NMR (CDCI3) 8 ppm:1.10-1.30 (m, 2H), 1.40 (s, 9H), 1.45-1.65 (m, 2H), 
10 1.81-2.02 (m, 3H), 2.15-2.30 (m, 2H), 2.58 (t, 2H, J = 6.5Hz), 3.25 (m, 1H), 3.37 
(dt, 2H, J = 5.5, 6.5Hz), 3.60 (d, 1H, J = 9.5Hz), 3.71 (s, 2H), 5.73 (brs, 1H), 
7.20-7.40 (m, 5H). 
1-18 1 
mp : 176-178 °C 

15 !H-NMR (CDCI3) 8 ppm:1.15-1.30 (m, 2H), 1.39 (s, 9H), 1.45-1.70 (m, 6H), 
1.85-2.01 (m, 3H), 2.15-2.28 (m, 2H), 2.63 (t, 2H, J = 7.0Hz), 3.25 (dt, 2H, J = 6.0, 
7.0Hz), 3.27 (m, 1H), 3.63 (m, 1H), 5.35 (brs, 1H), 7.17 (m, 3H), 7.29 (m, 2H). 
1-18 2 
mp : 152-154 °C 

20 !H-NMR (CDCI3) 8 ppm:1.15-1.30 (m, 2H), 1.39 (s, 9H), 1.45-1.65 (m, 2H), 
1.85-2.05 (m, 3H), 2.09-2.25 (m, 2H), 3.25 (m, 1H), 3.45 (dt, 2H, J = 5.0, 5.0Hz), 
3.55 (t, 2H, J = 5.0Hz), 3.60 (m, 1H), 4.51 (s, 2H), 5.81 (brs, 1H), 7.29-7.40 (m, 
5H). 

1-18 3 
25 mp : 208-211 °C 

!H-NMR (CDCI3) 8 ppm:1.20-1.31(m, 2H), 1.39(s, 9H), 1.62-1.68(m, 2H), 
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1.98-2.25(m, 5H), 3.30(m, 1H), 3.57(d, 1H, J = 9.2Hz), 4.59(d, 2H , J = 5.8Hz), 
5.76(brs, 1H), 7.37(dd, 1H, J = 8.4, 2.0Hz), 7.46-7.52(m, 2H), 7.69(brs, 1H), 
7.78-7.83(m, 3H). 
1-18 4 
5 mp : 180-182 °C 

1H-NMR (CDC1 3 ) 8 ppm:1.22-1.37(m, 2H), 1.40(s, 9H), 1.60-1. 69(m, 2H), 
2.05-2.09(m, 2H), 2.21-2.27(m, 3H), 3.45(m, 1H), 3.64(d, 1H, J = 9.6Hz ), 4.77(d, 
2H, J = 4.9Hz), 7.43(d, 1H, J = 8.6Hz), 7.46(brs, 1H), 7.61(t, 1H, J =7.7Hz), 
7.73(t, 1H, J = 7.7Hz), 7.87(t, 1H, J = 7.7Hz), 8.20(t, 1H, J = 7.7Hz), 8.24(d, 1H, 
10 J = 8.6Hz). 
1-18 5 
mp : 260-261 °C 

!H-NMR (CDCI3) 8 ppm:1.22-1.32(m, 2H), 1.39(s, 9H), 1.60-1.70(m, 2H), 
1.97-2.01(m, 2H), 2.11(m, 1H), 2.21-2.24(m, 2H), 3.30(m, 1H), 3.61(d, 1H, J = 
15 9.3Hz),4.95(d, 2H, J = 6.0Hz), 5.85(brs, 1H), 7.33(d, 1H, J = 4.8Hz), 7.62(dd, 1H, 
J = 8.4, 6.9Hz), 7.75(dd, 1H, J = 8.1, 6.9Hz), 8.00(d, 1H, J = 8.1Hz), 8.20(d, 1H, 
J = 8.4Hz), 8.42(d, 1H, J = 4.8Hz). 
1-18 6 
mp : 231-233 °C 

20 iH-NMR (CDCI3) 8 ppm:1.23-1.40(m, 2H), 1.40(s, 9H), 1.62-1. 76(m, 2H), 
2.04-2. 10(m, 2H), 2.22-2.32(m, 3H), 3.30(m, 1H), 3.95(d, 1H, J = 9.3Hz), 5.04(d, 
2H, J = 4.1Hz), 7.61(d, 1H, J = 5.8Hz), 7.63(brs, 1H), 7.65(dd, 1H, J = 8.2, 
6.9Hz), 7.73(dd, 1H, J = 8.5, 6.9Hz), 7.86(d, 1H, J = 8.2Hz), 8.10(d, 1H, J = 
8.5Hz), 8.42(d, 1H, J = 5.8Hz). 

25 1-18 7 

mp : 184-187 °C 
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!H-NMR (CDCI3) 8 ppm:0.97(t, 3H, J = 7.3 Hz), 1.18-1.30(m, 2H), 1.39(s, 9H), 
1.42-1.65(m, 4H), 1.70-1.80(m, 2H), 1.94-2.08(m, 3H), 2.18-2.26(m, 2H), 3.29(m, 
1H), 3.61(d, 1H, J = 9.5Hz), 3.93(t, 2H, J = 6.4Hz), 4.39(d, 2H, J = 5.5Hz), 
5.67(brs, 1H), 6.79-6.83(m, 3H), 7.23(t, 1H, J = 7.6Hz). 
5 1-18 8 

mp : 224-226 °C 

iH-NMR (CDCI3) 6 ppm:.16-1.31(m, 2H), 1.38(s, 9H), 1.55-1.70(m, 2H), 
1.92-2.07(m, 3H), 2. 17-2. 23(m, 2H), 3.21(m, 1H), 3.81(s, 3H), 3.83(s, 6H), 4.05(d, 
1H, J = 9.8Hz), 4.34(d, 2H, J = 5.8Hz), 5.96(brs, 1H), 6.47(s, 2H). 
10 1-18 9 

mp : 217-218 °C 

!H-NMR (CDCI3) 8 ppm:1.15-1.30(m, 2H), 1.37(s, 9H), 1.52-1.66(m, 2H), 
1.90-2.06(m, 3H), 2. 13-2. 20(m, 2H), 2.93(s, 6H) ; 3.24(m, 1H), 3.94(d, 1H, J = 
9.5Hz), 4.30(d, 2H, J = 5.5Hz), 5.73(brs, 1H), 6.69(d, 2H, J = 8.9Hz), 7.12(d, 2H, 
15 J = 8.9Hz). 
1-19 0 

mp : amorphous solid 

!H-NMR (CDCI3) 8 ppm:1.17-1.32(m, 2H), 1.39(s, 9H), 1.54-1.72(m, 2H), 
1.96-2. 13(m, 3H), 2.18-2.27(m, 2H), 3.30(m, 1H), 3.63(d, 1H, J = 9.2Hz), 4.51(d, 
20 2H, J = 5.8Hz), 5.82(brs, 1H), 7.40(d, 2H, J = 8.5Hz), 8.02(d, 2H, J = 8.5Hz), 
8.64(s, 1H). 
1-19 1 
mp : 126-128 °C 

1 H-NMR (CDCI3) 8 ppm:0.97(t, 3H, J = 7.4 Hz), 1.10-1.28(m, 2H), 1.36(s, 9H), 
25 1.42-1.86(m, 9H), 2.06-2. 18(m, 2H), 3.22(m, 1H), 3.95(t, 2H, J = 4.5Hz), 
4.16(brs, 1H), 4.85(s, 2H), 6.82-6.95(m, 3H), 7.26(t, 1H, J = 7.8Hz), 8.54(brs, 
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1H). 

1-19 2 
mp : 178-181 °C 

iH-NMR (CDC1 3 ) 6 ppm:0.96(t, 3H, J = 7.3 Hz), 1.18-1.52(m, 4H), 1.39(s, 9H), 
5 1.58-1.76(m, 4H), 1.92-2.00(m, 2H), 2.02-2.29(m, 3H), 3.28(m, 1H), 3.78(d, 1H, 
J = 9.5Hz), 3.89(t, 2H, J = 6.6Hz), 6.00(brs, 1H), 6.78(s, 4H), 7.35(brs, 1H). 
1-19 3 
mp : 187-188 °C 

iH-NMR (CDC1 3 +CD 3 0D) 5 ppm:1.21-1.40(m, 2H), 1.38(s, 9H), 1.52-1. 69(m, 
10 2H), 1.90-2.00(m, 2H), 2.02-2.20(m, 3H), 3.22(m, 1H), 3.75(s, 3H), 6.79(s, 4H). 
1-19 4 
mp : 251-253 °C 

!H-NMR (DMSO-ds) 6 ppm:1.27(s, 9H), 1.24-1.50(m, 4H), 1.72-1.83(m, 2H), 
1.91-1.99(m, 2H), 2.16(m, 1H), 3.02(m, 1H), 3.82(s, 3H), 6.79(d, 1H, J = 8.2Hz), 
15 7.01(d, 2H, J = 8.8Hz), 7.85(d, 2H, J = 8.8Hz), 9.72(brs, 1H), 8.64(brs, 1H). 
1-19 5 
mp : 183-185 °C 

J-H-NMR (CDCI3) 6 ppm:1.22-1.37(m, 2H), 1.40(s, 9H), 1.58-1.75(m, 2H), 
2.05-2. 10(m, 2H), 2.20-2.30(m, 3H), 3.32(m, 1H), 3.70(s, 2H), 3.73(s, 3H), 6.79(s, 
20 1H), 8.83(brs, 1H). 
1-19 6 
mp : 185-187 °C 

J-H-NMR (CDCI3) 6 ppm:1.20-1.39 (m, 2H), 1.40 (s, 9H), 1.44 (t, 6H, J = 7.0 
Hz), 1.60-1.80 (m, 2H), 1.95-2.35 (m, 5H), 3.30 (m, 1H), 3.62 (d, 1H, J = 8.9 Hz), 
25 4.06 (q, 2H, J = 7.0 Hz), 4.09 (q, 2H, J = 7.0 Hz), 6.08 (s, 1H), 7.02 (s, 1H), 7.36 
(s, 1H). 
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1-19 7 
mp : 211-213 °C 

iH-NMR (CDC1 3 ) 8 ppm:1.20-1.40 (m, 2H), 1.41 (s, 9H), 1.60-1.80 (m, 2H), 
2.00-2.36 (m, 5H), 2.61 (s, 3H), 3.32 (m, 1H), 3.64 (d, 1H, J = 9.2 Hz), 7.28 (s, 
5 1H), 7.43 (t, 1H, J = 7.5 Hz), 7.69 (d, 1H, J = 7.5 Hz), 7.85 (d, 1H, J = 7.5 Hz), 
8.02 (s, 1H). 
1-19 8 
mp : 268-269 °C 

!H-NMR (CDCI3) 6 ppm:1.20-1.39 (m, 2H), 1.40 (s, 9H), 1.42-2.32 (m, 7H), 
10 2.90-3.10 (m, 4H), 3.30 (m, 1H), 3.68 (d, 1H, J = 8.8 Hz), 6.59 (s, 1H), 7.18 (d, 1H, 
J = 8.7 Hz), 7.59 (d, 1H, J = 8.7 Hz), 7.77 (brs, 1H). 
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1-214 mp : 206-207 °C 

!H-NMR (CDC1 3 ) 6 ppm: 0.93(t, 3H, J = 7.4 Hz), 1.30-1.42(m, 2H), 1.49(d, 6H, 
J = 6.9 Hz), 1.53-1. 65(m, 2H), 2.61(t, 2H, J = 7.7 Hz), 4.15(sept, 1H, J = 6.9 Hz), 
7.04(d, 1H, J = 8.2 Hz), 7.20(d, 2H, J = 8.2 Hz), 7.51(d, 2H, J = 8.2 Hz), 7.89(d, 
5 1H, J = 8.8 Hz), 8.18(s, 1H), 10.55(s, 1H). 
1-215 

!H-NMR (CDCI3) 6 ppm:0.93(t, 3H, J = 7.3Hz), 1.30-1.41(m, 2H), 1.52- 
1.63(m, 2H), 1.95(s, 6H), 2.61(t, 2H, J = 7.8Hz), 6.99(brs, 1H), 7.20(d, 2H, J = 
8.5Hz), 7.65(d, 2H, J = 8.5Hz), 7.93(dd, 1H, J = 8.5, 2.5Hz), 8.28(d, 1H, J = 
10 8.5Hz), 8.55(d, 1H, J = 2.5Hz), 9.76(brs, 1H). 
I a - 1 

mp 221-224 °C 

iH-NMR (CDCI3) 6 ppm: 1.19-1.38 (m, 2H), 1.40 (s, 9H), 1.62-1.77 (m, 2H), 
2.00-2.31 (m, 5H), 3.18 (t, 4H, J = 4.8 Hz), 3.21-3.38 (m, 1H), 3.85 (t, 4H, J = 4.8 
15 Hz), 6.64-6.32 (m, 2H), 7.11 (s, 1H), 7.20 (t, 1H, J = 7.8 Hz), 7.45 (s, 1H). 
I a - 3 
mp 87-90 °C 

iH-NMR (CDCI3) 6 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.37 (d, 6H, J = 6.9 Hz), 
1.59-1.70 (m, 2H), 1.76-1.88 (m, 2H), 2.32-2.42 (m, 4H), 3.11-3.23 (m, 3H), 3.39 
20 (d, 2H, J = 10.8 Hz), 3.74-3.86 (m, 2H), 4.34 (t, 1H, J = 9.0 Hz), 6.86 (d, 2H, J = 
9.0 Hz), 7.30 (s, 1H), 7.40 (d, 2H, J = 9.0 Hz). 
I a - 4 
mp 233-234 °C 

!H-NMR (CDCI3) 6 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.40 (s, 9H), 1.26-1.37 (m, 
25 2H), 1.62-1.78 (m, 2H), 2.00-2.22 (m, 5H), 2.42 (t, 2H, J = 11.7 Hz), 3.20-3.40 (m, 
1H), 3.46 (d, 2H, J = 10.5 Hz), 3.67 (d, 1H, J = 9.3 Hz), 3.72-3.84 (m, 2H), 
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6.62-6.76 (m, 2H), 7.10 (s, 1H), 7.18 (t, 1H, J = 7.8 Hz), 7.42 (s, 1H). 
I a - 5 
mp 125-126 °C 

1 H-NMR (CDC1 3 ) 6 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.40 (s, 9H), 1.59-1.70 (m, 
5 2H), 1.77-1.84 (m, 2H), 2.30-2.46 (m, 4H), 3.24 (q, 2H, J = 6.6 Hz), 3.38 (d, 2H, 
J = 11.7 Hz), 3.74-3.88 (m, 2H), 4.08 (t, 1H, J = 5.7 Hz), 6.87 (d, 2H, J = 8.7 Hz), 
7.30 (s, 1H), 7.41 (d, 2H, J = 8.7 Hz). 
I a - 6 
mp 229-230 °C 

10 !H-NMR (CDCI3) 6 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.26-1.34 (m, 2H), 1.39 (d, 
6H, J = 6.9 Hz), 1.61-1.77 (m, 2H), 1.98-1.26 (m, 5H), 2.32-2.46 (m, 2H), 3.15 
(quintet, 1H, J = 6.6 Hz), 3.22-3.35 (m, 1H), 3.39 (d, 2H, J = 11.4 Hz), 3.74-3.92 
(m, 2H), 3.88 (d, 1H, J = 8.4 Hz), 6.96-6.71 (m, 2H), 7.05 (brs, 1H), 7.39 (d, 2H, 
J = 9.3 Hz). 

15 I a - 7 

mp 253-254 °C 

iH-NMR (DMSO) 6 ppm: 1.24-1.60 (m, 4H), 1.27 (s, 9H), 1.77-2.07 (m, 4H), 
2.16-2.34 (m, 1H), 2.97-3.15 (m, 1H), 6.78 (d, 1H, J = 7.2 Hz), 7.01 (t, 1H, J = 6.0 
Hz), 7.27 (t, 2H, J = 6.6 Hz), 7.58 (d, 2H, J = 7.5 Hz), 9.78 (s, 1H). 
20 I a - 8 

mp 257-258 °C 

!H-NMR (DMSO) 8 ppm: 1.22-1.54 (m, 4H), 1.27 (s, 9H), 1.77-1.88 (m, 2H), 
1.88-2.00 (m, 2H), 2.16-2.34 (m, 1H), 2.23 (s, 3H), 2.92-3.14 (m, 1H), 6.77 (d, 1H, 
J = 8.4 Hz), 7.07 (d, 2H, J = 8.4 Hz), 7.46 (d, 2H, J = 8.1 Hz), 9.68 (s, 1H). 
25 I a - 9 

mp 231-232 °C 
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!H-NMR (CDCI3) 6 ppm: 1.21 (t, 3H, J = 7.5 Hz), 1.22-1.38 (m, 2H), 1.40 (s, 
9H), 1.62-1.78 (m, 2H), 1.98-2.31 (m, 5H), 2.61 (q, 2H, J = 7.5 Hz), 3.24-3.38 (m, 
1H), 3.70 (d, 1H, J = 9.9 Hz), 7.11 (s, 1H), 7.14 (d, 2H, J = 8.7 Hz), 7.40 (d, 2H, 
J = 8.7 Hz). 
5 I a - 1 0 

mp 233-234 °C 

!H-NMR (CDCI3) 6 ppm: 0.96 (t, 3H, J = 7.2 Hz), 1.20-1.37 (m, 2H), 1.40 (s, 
9H), 1.56-1.78 (m, 4H), 1.98-2.32 (m, 5H), 2.54 (t, 2H, J = 7.2 Hz), 3.23-3.39 (m, 
1H), 3.66 (d, 1H, J = 9.6 Hz), 7.08 (s, 1H), 7.12 (d, 2H, J = 8.4 Hz), 7.39 (d, 2H, 
10 J = 8.4 Hz). 
I a - 1 1 
mp 243-244 °C 

iH-NMR (CDC13) 8 ppm: 1.22 (d, 6H, J = 6.9), 1.22-1.77 (m, 4H), 1.40 (s, 9H), 
2.01-2.30 (m, 5H), 2.83-2.92 (m, 1H), 3.24-3.40 (m, 1H), 3.66-3.69 (m, 1H), 7.09 
15 (s, 1H), 7.17 (d, 2H, J = 8.4 Hz), 7.41 (d, 2H, J = 8.1 Hz). 
I a - 1 2 
mp 246-247 °C 

!H-NMR (CDC13) 8 ppm: 0.80 (t, 3H, J = 7.5), 1.20 (d, 3H, J = 7.2), 1.26-1.77 
(m, 6H), 1.40 (s, 9H), 2.01-2.27 (m, 5H), 2.51-2.60 (m, 1H), 3.20-3.38 (m, 1H), 
20 3.64-3.69 (m, 1H), 7.08 (s, 1H), 7.12 (d, 2H, J = 8.4 Hz), 7.41 (d, 2H, J = 8.4 Hz). 
I a - 1 3 
mp 278-279 °C 

iH-NMR (CDC13) 6 ppm: 1.22-1.52 (m, 4H), 1.29 (s, 9H), 1.40 (s, 9H), 1.61- 
1.77 (m, 2H), 2.02-2.30 (m, 5H), 3.20-3.38 (m, 1H), 3.66-3.69 (m, 1H), 7.10 (s, 
25 1H), 7.33 (d, 2H, J = 9.0 Hz), 7.42 (d, 2H, J = 8.7 Hz). 
I a - 1 4 
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mp 263-264 °C 

1H-NMR (DMSO) 5 ppm: 1.24-1.51 (m, 4H), 1.27 (s, 9H), 1.82-1.99 (m, 4H), 
2.19-2.28 (m, 1H), 2.98-3.12 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 7.33 (d, 2H, J = 8.7 
Hz), 7.61 (d, 2H, J = 9.0 Hz), 9.94 (s, 1H). 
5 I a - 1 5 

mp 209-210 °C 

iH-NMR (CDC1 3 ) 8 ppm: 1.25 (d, 6H, J = 6.3 Hz), 1.40 (s, 9H), 1.70-1.98 (m, 
8H), 2.19-2.38 (m, 3H), 3.39 (d, 2H, J = 11.7 Hz), 3.58-3.92 (m, 3H), 4.12-4.26 (m, 
1H), 6.82-6.96 (m, 2H), 7.10 (br, 1H), 7.41 (d, 2H, J = 8.1 Hz). 
10 I a - 1 6 

mp 238-240 °C 

1H-NMR (DMSO) 5 ppm: 1.22-1.52 (m, 4H), 1.27 (s, 9H), 1.81-1.84 (m, 2H), 

1.93- 1.97 (m, 2H), 2.16-2.23 (m, 1H), 2.95-3.12 (m, 1H), 3.70 (s, 3H), 6.77 (d, 1H, 
J = 8.4 Hz), 6.85 (d, 2H, J = 9.0 Hz), 7.48 (d, 2H, J = 9.3 Hz), 9.64 (s, 1H). 

15 I a - 1 7 

mp 245-246 °C 

!H-NMR (DMSO) 6 ppm: 1.22-1.52 (m, 4H), 1.27 (s, 9H), 1.83-1.87 (m, 2H), 

1.94- 1.99 (m, 2H), 2.20-2.28 (m, 1H), 2.98-3.12 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 
7.28 (d, 2H, J = 8.7 Hz), 7.69 (d, 2H, J = 9.0 Hz), 9.64 (s, 1H). 

20 I a - 1 8 

mp 240-241 °C 

!H-NMR (CDC13) 6 ppm: 1.22-1.78 (m, 4H), 1.40 (s, 9H), 2.05-2.33 (m, 5H), 
3.22-3.44 (m, 1H), 3.64-3.67 (m, 1H), 6.61 (s, 1H), 6.69-6.77 (m, 2H). 
I a - 1 9 
25 mp 240-241 °C 

!H-NMR (CDC13) 5 ppm: 1.24-1.77 (m, 4H), 1.40 (s, 9H), 2.05-2.30 (m, 5H), 
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3.22-3.38 (m, 1H), 3.70-3.74 (m, 1H), 7.00-7.15 (m, 3H), 7.36 (s, 1H), 8.29-8.34 
(m, 1H). 
I a - 2 0 
mp 239-240 °C 

5 !H-NMR (CDC13) 5 ppm: 1.24-1.78 (m, 4H), 1.40 (s, 9H), 2.02-2.30 (m, 5H), 
3.22-3.40 (m, 1H), 3.63-3.66 (m, 1H), 6.89-6.84 (m, 1H), 7.10-7.17 (m, 2H), 
7.22-7.34 (m, 1H), 7.48-7.51 (m, 1H). 
I a - 2 1 
mp 259-260 °C 

10 !H-NMR (CDCI3/DMSO) S ppm: 1,21 (d, 6H, J = 6.0 Hz), 1.22-1.44 (m, 2H), 
1.40 (s, 9H), 1.60-1.78 (m, 2H), 1.87-2.03 (m, 2H), 2.08-2.29 (m, 3H), 2.39 (t, 2H, 
J = 10.2 Hz), 3.14-3.32 (m, 1H), 3.19 (d, 2H, J = 11.4 Hz), 3.77-3.93 (m, 2H), 5.33 
(d, 1H, J = 9.0 Hz), 6.84 (dd, 1H, Jfh, hh = 8.1, 8.1 Hz), 7.20 (d, 1H, J = 7.8 Hz), 
7.49 (d, 1H, Jfh = 14.7 Hz), 8.86 (s, 1H). 

15 I a - 2 2 

mp 234-235 °C 

!H-NMR (CDCI3) 6 ppm: 1,20 (d, 6H, J = 5.7 Hz), 1.22-1.44 (m, 2H), 1.38 (s, 
9H), 1.54-1.76 (m, 2H), 1.94-2.32 (m, 5H), 2.27 (s, 3H), 2.39 (t, 2H, J = 10.8 Hz), 
2.87 (d, 2H, J = 11.4 Hz), 3.20-3.40 (m, 1H), 3.76-3.92 (m, 2H), 3.91 (d, 1H, J = 
20 9.3 Hz), 6.93 (d, 1H, J = 8.1 Hz), 7.21 (brs, 1H), 7.27 (brs, 1H), 7.36 (brs, 1H). 
I a - 2 3 
mp 195-196 °C 

iH-NMR (CDCI3) 8 ppm: 1.20-1.44 (m, 4H), 1.41 (s, 9H), 1.59-1.76 (m, 2H), 
2.03-2.14 (m, 2H), 2.15-2.33 (m, 3H), 3.20-3.40 (m, 1H), 3.64 (s, 1H, J = 9.0 Hz), 
25 7.19-7.24 (m, 1H), 7.44 (brs, 1H), 7.52-7.63 (m, 2H), 8.17 (d, 1H, J = 8.7 Hz). 
I a - 2 4 
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mp 209-210 °C 

iH-NMR (CDCI3) 8 ppm: 1.22-1.39 (m, 2H), 1.56 (s, 9H), 1.61-1.78 (m, 2H), 
2.00-2.12 (m, 2H), 2.17-2.33 (m, 3H), 3.24-3.39 (m, 1H), 3.67 (d, 1H, J = 9.6 Hz), 
6.90-7.01 (m, 1H), 7.21 (s, 1H), 7.95-8.06 (m, 1H). 
5 I a - 2 5 

mp 278-281 °C 

!H-NMR (DMSO-de) 8 ppm: 1. 10 (d, 6H, J = 6.3 Hz), 1.27 (s, 9H), 1.28-1.55 (m, 
4H), 1.78-2.00 (m, 4H), 2.11-2.26 (m, 1H), 2.31 (t, 2H, J = 11.1 Hz), 3.00-3.10 (m, 
1H), 3.08 (d, 1H, J = 10.8 Hz), 3.67-3.80 (m, 2H), 6.78 (d, 1H, J = 8.7 Hz), 7.08 
10 (d, 1H, J = 9.0 Hz), 7.41 (dd, 1H, J = 2.4, 8.7 Hz), 7.78 (d, 1H, J = 8.7 Hz), 9.85 
(s, 1H). 
I a - 2 6 
mp 253-255 °C 

iH-NMR (DMSO-de) 8 ppm: 1.13 (d, 6H, J = 6.0 Hz), 1.27 (s, 9H), 1.28-1.52 (m, 
15 4H), 1.78-2.00 (m, 4H), 2.21 (t, 2H, J = 1 1. 1 Hz), 2.26-2.36 (m, 1H), 2.96-3.10 (m, 
1H), 3.56 (d, 1H, J = 12.3 Hz), 3.60-3.72 (m, 2H), 6.66-6.84 (m, 4H), 7.47 (t, 1H, 
J = 9.3 Hz), 9.28 (s, 1H). 
I a - 2 7 
mp 223-226 °C 

20 !H-NMR (DMSO-de) 8 ppm: 1.09 (d, 6H, J = 6.3 Hz), 1.27 (s, 9H), 1.28-1.54 (m, 
4H), 1.77-2.01 (m, 4H), 2.32 (t, 2H, J = 11.1 Hz), 2.32-2.42 (m, 1H), 2.90 (d, 1H, 
J = 11.4 Hz), 2.96-3.12 (m, 1H), 3.76-3.92 (m, 2H), 6.78-6.98 (m, 3H), 7.68 (dd, 
1H, J = 3.3, 8.7 Hz), 8.84 (s, 1H). 
I a - 2 8 

25 mp 237-238 °C 

1 H-NMR (CDCI3) 6 ppm: 1.22-1.44 (m, 2H), 1,25 (d, 6H, J = 6.3 Hz), 1.40 (s, 



211 



WO 01/37826 



PCT/JP00/08197 



9H), 1.61-1.79 (m, 2H), 2.05-2.32 (m, 5H), 2.21 (s, 3H), 2.38 (t, 2H, J = 10.2 Hz), 
3.22-3.42 (m, 1H), 3.40 (d, 2H, J = 11.1 Hz), 3.65 (d, 1H, J = 9.3 Hz), 3.72-3.90 
(m, 2H), 6.70-6.78 (m, 2H), 6.81 (brs, 1H), 7.50 (d, 1H, J = 9.6 Hz). 
I a - 2 9 
5 mp 208-209 °C 

!H-NMR (CDC1 3 ) 5 ppm: 1.22 (d, 6H, J = 6.0 Hz), 1.23-1.40 (m, 2H), 1.40 (s, 
9H), 1.60-1.78 (m, 2H), 2.00-2.16 (m, 2H), 2.14-2.33 (m, 3H), 2.45 (t, 2H, J = 
11.1 Hz), 3.21 (d, 2H, J = 10.8 Hz), 3.24-3.38 (m, 1H), 3.63 (d, 1H, J = 9.3 Hz), 
3.80-3.94 (m, 2H), 5.33 (d, 1H, J = 9.0 Hz), 6.66 (dd, 1H, Jfh, hh = 6.6, 6.6 Hz), 
10 7.16 (brs, 1H), 7.89 (dd, 1H, Jfh, hh = 9.0, 9.0 Hz). 
I a - 3 0 
mp 284-287 °C 

!H-NMR (DMSO-ds) 6 ppm: 1.08 (d, 6H, J = 6.0 Hz), 1.26 (s, 9H), 1.28-1.53 (m, 
4H), 1.82-2.22 (m, 4H), 2.25-2.39 (m, 1H), 2.78 (t, 2H, J = 10.5 Hz), 2.97-3.14 (m, 
15 1H), 3.18 (d, 2H, J = 11.4 Hz), 3.65-3.76 (m, 2H), 6.79 (d, 1H, J = 8.7 Hz), 9.75 
(s, 1H). 
I a - 3 1 
mp 200-201 °C 

!H-NMR (CDC13) 5 ppm: 1.22-1.40 (m, 2H), 1.40 (s, 9H), 1.62-1.76 (m, 2H), 
20 2.04-2.32 (m, 5H), 3.22-3.40 (m, 1H), 3.62-3.66 (m, 1H), 7.22-7.24 (m, 1H), 
7.38-7.38 (m, 1H), 7.60 (s, 1H), 8.33-8.36 (m, 1H). 
I a - 3 2 
mp 260-261 °C 

iH-NMR (CDCI3/DMSO) 8 ppm: 1.25-1.42 (m, 2H), 1.38 (s, 9H), 1.64 (q, 2H, 
25 J = 13.5 Hz), 1.95 (d, 2H, J = 12.3 Hz), 2.16 (d, 2H, J = 10.5 Hz), 2.18-2.32 (m, 
1H), 3.14-3.30 (m, 1H), 5.53 (d, 1H, J = 9.0 Hz), 7.31 (d, 1H, J = 8.7 Hz), 7.46 (dd, 
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1H, J = 2.4, 8.7 Hz), 7.90 (d, 1H, J = 2.1 Hz), 9.35 (s, 1H). 
I a - 3 3 
mp 227 °C 

1 H-NMR (DMSO-de) 8 ppm: 1.27 (s, 9H), 1.30-1.56 (m, 4H), 1.78-2.01 (m, 2H), 
5 2.12-2.36 (m, 2H), 2.96-3.13 (m, 1H), 3.70 (s, 3H), 3.71 (s, 3H), 6.77 (d, 1H, J = 
8.7 Hz), 6.85 (d, 1H, J = 8.7 Hz), 7.06 (dd, 1H, J = 2.4, 8.7 Hz), 7.33 (d, 1H, J = 
2.4 Hz), 9.65 (s, 1H). 
I a - 3 5 
mp 214-216 °C 

10 !H-NMR (CDC1 3 ) 6 ppm: 1.23-1.38 (m, 2H), 1.40 (s, 9H), 1.60-1.76 (m, 2H), 
2.00-2.12 (m, 2H), 2.20-2.32 (m, 3H), 3.24-3.39 (m, 1H), 3.68 (d, 1H, J = 9.0 Hz), 
6.77 (d, 1H, J = 8.7 Hz), 7.00 (dd, 1H, J = 2.4, 8.7 Hz), 7.77 (s, 1H), 8.45 (d, 1H, 
J = 2.4 Hz). 
I a - 3 6 

15 m.p. 241-242 °C 

!H-NMR (CDCI3/DMSO) 8 ppm: 1.25-1.42 (m, 2H), 1.37 (s, 9H), 1.62 (q, 2H, 
J = 11.7 Hz), 1.93 (d, 2H, J = 12.0 Hz), 2.12 (d, 2H, J = 10.8 Hz), 2.16-2.30 (m, 
1H), 3.12-3.28 (m, 1H), 3.84 (s, 3H), 6.07 (d, 1H, J = 8.4 Hz), 6.89 (dd, 1H, Jfh, 
hh = 9.3, 9.3 Hz), 7.24 (d, 1H, J = 8.7 Hz), 7.55 (d, 1H, Jfh = 13.5 Hz), 9.32 (s, 

20 1H). 

I a - 3 7 
mp 248-249 °C 

! H-NMR (CDC13) 8 ppm: 0.60-0.73 (m, 1H), 0.91 (d, 6H, J = 6.6), 1.12-1.40 (m, 
2H), 1.40 (s, 9H), 1.54-1.88 (m, 5H), 1.98-2.29 (m, 7H), 3.22-3.37 (m, 1H), 
25 3.51-3.54 (m, 2H), 3.72 (d, 1H, J = 9.6), 6.88 (d, 1H, J = 8.7), 7.06 (s, 1H), 7.35 (d, 
1H, J = 9.0). 
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I a - 3 8 
mp 237-238 °C 

!H-NMR (CDC13) 8 ppm: 1.01 (d, 6H, J = 6.6), 1.20-1.40 (m, 2H), 1.40 (s, 9H), 
1.60-1.74 (m, 4H), 1.99-2.28 (m, 7H), 2.69-2.82 (m, 2H), 3.02-3.14 (m, 2H), 
5 3.20-3.38 (m, 1H), 3.80-3.90 (m, 1H), 6.83-6.86 (m, 2H), 7.14 (s, 1H), 7.34 (d, 1H, 
J = 8.4). 
I a - 3 9 
mp 234-235 °C 

iH-NMR (CDC1 3 ) 6 ppm: 1.20-1.36 (m, 2H), 1.40 (s, 9H), 1.60-1.77 (m, 2H), 
10 1.90-2.32 (m, 5H), 3.21-3.39 (m, 1H), 3.65 (d, 1H, J = 9.6 Hz), 6.87 (d, 1H, J = 8.7 
Hz), 7.04 (s, 1H), 7.37 (dd, 1H, J = 2.7, 8.7 Hz), 7.56 (d, 1H, J = 2.7 Hz). 
I a - 4 0 
mp 257-258 °C 

iH-NMR (DMSO-de) 8 ppm: 1.14 (d, 6H, J = 6.0 Hz), 1.27 (s, 9H), 1.28-1.53 (m, 
15 4H), 1.78-2.00 (m, 4H), 2.13-2.256 (m, 1H), 2.30 (t, 2H, J = 11.7 Hz), 2.97-3.12 
(m, 1H), 3.53-3.67 (m, 2H), 4.01 (d, 1H, J = 12.3 Hz), 6.80 (dd, 1H, J = 3.0, 9.0 
Hz), 7.79 (d, 1H, J = 9.0 Hz), 8.27 (s, 1H), 9.66 (s, 1H). 
I a - 4 1 
mp 245-246 °C 

20 !H-NMR (CDCI3/DMSO) 8 ppm: 1.25-1.42 (m, 2H), 1.37 (s, 9H), 1.62 (q, 2H, 
J = 12.6 Hz), 1.94 (d, 2H, J = 11.1 Hz), 2.13 (d, 2H, J = 11.1 Hz), 2.18-2.35 (m, 
1H), 3.11-3.29 (m, 1H), 6.07 (d, 1H, J = 8.1 Hz), 6.95-7.06 (m, 1H), 7.14-7.27 (m, 
1H), 7.44 (d, 1H, J = 7.2 Hz), 7.79 (s, 1H), 9.48 (s, 1H). 
I a - 4 3 

25 mp 294-295 °C 

!H-NMR (DMSO-de) 8 ppm: 1.26 (s, 9H), 1.28-1.53 (m, 4H), 1.76-1.87 (m, 2H), 
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1.89-2.00 (m, 2H), 2.13-2.25 (m, 1H), 2.96-3.10 (m, 5H), 3.52-3.60 (m, 4H), 6.78 
(d, 1H, J = 9.0 Hz), 6.88 (d, 2H, J = 9.0 Hz), 7.44 (d, 2H, J = 9.0 Hz), 9.59 (s, 1H). 
I a - 4 4 
mp 250-252 °C 

5 !H-NMR (CDC1 3 ) 5 ppm: 1.13 (d, 6H, J = 6.3 Hz), 1.21-1.38 (m, 2H), 1.41 (s, 
9H), 1.63-1.80 (m, 2H), 1.93 (t, 2H, J = 10.8 Hz), 2.00-2.10 (m, 2H), 2.16-2.32 (m, 
3H), 3.24-3.39 (m, 1H), 3.54 (d, 2H, J= 10.2 Hz), 3.64-3.78 (m, 3H), 7.47 (s, 1H), 
7.69 (d, 2H, J = 9.0 Hz), 7.73 (d, 2H, J = 9.0 Hz). 
I a - 4 5 
10 mp 193 °C 

iH-NMR (DMSO-de) 6 ppm: 1.10 (t, 6H, J = 7.2 Hz), 1.26 (s, 9H), 1.28-1.52 (m, 
4H), 1.75-1.86 (m, 2H), 1.89-2.01 (m, 2H), 2.10-2.22 (m, 1H), 2.96-3.10 (m, 1H), 
3.30-3.52 (m, 12H), 6.60 (d, 2H, J = 9.0 Hz), 6.80 (d, 1H, J = 9.0 Hz), 7.33 (d, 2H, 
J = 9.0 Hz), 9.46 (s, 1H). 
15 I a - 4 6 
mp >300 °C 

iH-NMR (DMSO-ds) 6 ppm: 1.28 (s, 9H), 1.28-1.58 (m, 4H), 1.83-2.04 (m, 4H), 
2.23-2.36 (m, 1H), 2.46 (s, 3H), 3.00-3.14 (m, 1H), 6.79 (d, 1H, J = 8.7 Hz), 7.34 
(d, 1H, J = 8.7 Hz), 7.78 (d, 2H, J = 8.7 Hz), 7.89 (d, 1H, J = 8.4 Hz), 7.91 (s, 1H), 
20 8.00 (d, 2H, J = 8.7 Hz), 10.13 (s, 1H). 
I a - 4 7 
mp 236-237 °C 

!H-NMR (CDCI3) 6 ppm: 0.97 (d, 6H, J = 6.6 Hz), 1.01 (d, 6H, J = 6.6 Hz), 

I. 20-1.37 (m, 2H), 1.40 (s, 9H), 1.60-1.84 (m, 3H), 1.97-2.31 (m, 5H), 2.50 (t, 1H, 
25 J = 10.8 Hz), 2.78 (dt, 1H, J = 3.3, 11.4 Hz), 3.25-3.38 (m, 1H), 3.45 (d, 1H, J = 

II. 4 Hz), 3.75 (dt, 1H, J = 2.4, 11.4 Hz), 4.02 (dt, 1H, J = 2.4, 11.4 Hz), 6.88 (d, 
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2H, J = 9.0 Hz), 7.05 (s, 1H), 7.39 (d, 2H, J = 9.0 Hz). 
I a - 4 8 
mp 228-229 °C 

iH-NMR (CDC1 3 ) 8 ppm: 0.88 (t, 6H, J = 7.2 Hz), 1.19-1.45 (m, 4H), 1.40 (s, 
5 9H), 1.45-1.76 (m, 4H), 1.76-1.92 (m, 1H), 1.96-2.30 (m, 5H), 2.66-3.20 (m, 3H), 
3.20-3.40 (m, 1H), 3.78 (d, 1H, J = 9.3 Hz), 3.82 (s, 1H), 6.62-6.98 (m, 2H), 7.09 
(brs, 1H), 7.37 (d, 2H, J = 7.8 Hz). 
I a - 4 9 
mp 262-263 °C 

10 iH-NMR (CDCI3/DMSO) 6 ppm: 1.21 (d, 6H, J = 5.7 Hz), 1.26-1.34 (m, 2H), 
1.37 (d, 6H, J = 5.4 Hz), 1.52-1.76 (m, 2H), 1.85-2.03 (m, 2H), 2.03-2.30 (m, 3H), 
2.30-2.53 (m, 2H), 3.02-3.33 (m, 4H), 3.75-3.98 (m, 2H), 5.70 (brs, 1H), 6.73-6.98 
(m, 1H), 7.14-7.25 (m, 1H), 7.52 (d, 1H, Jfh = 13.5 Hz), 8.86 (brs, 1H). 
I a - 5 0 

15 mp 232-233 °C 

!H-NMR (CDCI3) 6 ppm: 1.21 (d, 6H, J = 6.3 Hz), 1.22-1.37 (m, 2H), 1.38 (d, 
6H, J = 6.9 Hz), 1.68 (q, 2H, J = 12.6 Hz), 1.98-2.26 (m, 5H), 2.29 (s, 3H), 2.41 (t, 
2H, J = 10.2 Hz), 2.88 (d, 2H, J = 11.1 Hz), 3.15 (septet, 1H, J = 6.6 Hz), 3.21- 
3.37 (m, 1H), 3.77-3.92 (m, 2H), 3.87 (d, 1H, J = 7.8 Hz), 6.88-7.06 (m, 3H), 7.35 

20 (s, 1H). 

I a — 5 1 
mp 211-212 °C 

!H-NMR (CDCI3) 5 ppm: 1.20-1.42 (m, 2H), 1.26 (d, 6H, J = 6.3 Hz), 1.38 (d, 
6H, J = 6.9 Hz), 1.62-1.78 (m, 2H), 1.99-2.28 (m, 5H), 2.49 (dd, 2H, J = 10.5, 10.5 
25 Hz), 3.17 (quint, 1H, J = 6.9 Hz), 3.20-3.38 (m, 1H), 3.66-3.99 (m, 2H), 3.90-4.01 
(m, 3H), 6.62 (d, 1H, J = 9.0 Hz), 7.06 (s, 1H), 7.90 (dd, 1H, J = 2.4, 9.0 Hz), 8.09 
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(d, 1H, J = 2.4 Hz). 
I a - 5 2 
mp 247-249 °C 

!H-NMR (CDC1 3 ) 5 ppm: 1.21-1.36 (m, 2H), 1.40 (s, 9H) 1.62-1.78 (m, 2H), 
5 1.98-2.32 (m, 5H), 2.55 (t, 4H, J = 6.0 Hz), 3.23-3.38 (m, 1H), 3.55 (t, 4H, J = 6.0 
Hz), 3.72 (d, 1H, J = 9.6 Hz), 6.94 (d, 2H, J = 9.0 Hz), 7.10 (s, 1H), 7.42 (d, 1H, 
J = 9.0 Hz). 
I a - 5 3 
mp 234-235 °C 

10 !H-NMR (CDCI3) 8 ppm: 1.22-1.38 (m, 2H), 1.41 (s, 9H) 1.64-1.80 (m, 2H), 
2.00-2.32 (m, 5H), 3.25-3.40 (m, 1H), 3.73 (d, 1H, J = 9.3 Hz), 7.43 (s, 1H), 7.48 
(t, 2H, J = 7.5 Hz), 7.55-7.66 (m, 3H), 7.68-7.89 (m, 4H). 
I a - 5 4 
mp 235-236 °C 

15 !H-NMR (CDCI3) 8 ppm: 1.24-1.39 (m, 2H), 1.25 (d, 6H, J = 6.3 Hz), 1.39 (d, 
6H, J = 6.9 Hz), 1.60-1.80 (m, 2H), 2.00-2.28 (m, 5H), 2.21 (s, 3H), 2.38 (t, 2H, J 
= 10.8 Hz), 3.15 (septet, 1H, J = 6.3 Hz), 3.23-3.38 (m, 1H), 3.40 (d, 2H, J = 11.7 
Hz), 3.72-3.88 (m, 2H), 3.87 (d, 1H, J = 9.3 Hz), 6.78-6.86 (m, 3H), 7.50 (d, 1H, 
J = 9.6 Hz). 

20 I a - 5 5 

mp 185-186 °C 

iH-NMR (CDCI3) 6 ppm: 1.14 (d, 6H, J = 6.3 Hz), 1.22-1.38 (m, 2H), 1.41 (s, 
9H), 1.62-1.78 (m, 2H), 2.02 (t, 2H, J = 10.5 Hz), 2.02-2.10 (m, 2H), 2.16-2.31 (m, 
3H), 3.24-3.39 (m, 1H), 3.56 (d, 2H, J = 9.3 Hz), 3.63-3.80 (m, 3H), 7.46 (dd, 1H, 
25 J = 1.5, 8.1 Hz), 7.51 (t, 1H, J = 8.1 Hz), 7.63 (s, 1H), 7.81 (t, 1H, J = 1.8 Hz), 
7.98 (dt, 1H, J = 1.8, 8.1 Hz). 
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I a - 5 6 
mp 229-230 °C 

!H-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.28-1.54 (m, 4H), 1.38 (s, 6H), 1.78- 
1.84 (m, 2H), 1.90-2.00 (m, 2H), 2.15-2.30 (m, 1H), 2.97-3.13 (m, 1H), 4.90 (s, 
5 1H), 6.79 (d, 1H, J = 9.0 Hz), 7.34 (d, 2H, J = 8.7 Hz), 7.48 (d, 2H, J = 8.4 Hz), 
9.72 (s, 1H). 
I a - 5 7 
mp 211-212 °C 

iH-NMR (CDCI3/DMSO) 8 ppm: 1.24-1.40 (m, 2H), 1.38 (s, 9H), 1.57-1.74 (m, 
10 2H), 1.91 (s, 3H), 1.92-2.01 (m, 2H), 2.12-2.24 (m, 2H), 2.51 (brs, 1H), 3.18-3.33 
(m, 1H), 4.96 (d, 1H, J = 9.3 Hz), 7.16-7.53 (m, 9H), 7.41 (s, 1H). 
I a - 5 8 
mp 298-299 °C 

!H-NMR (DMSO-ds) 8 ppm: 1.24 (s, 9H), 1.27 (s, 9H), 1.28-1.54 (m, 4H), 
15 1.75-2.02 (m, 4H), 2.14-2.28 (m, 1H), 2.97-3.11 (m, 1H), 6.78 (d, 1H, J = 8.4 Hz), 
7.18 (d, 2H, J = 9.0 Hz), 7.48 (d, 2H, J = 9.0 Hz), 9.46 (s, 1H), 9.76 (s, 1H). 
I a - 5 9 
mp 253-254 °C 

J-H-NMR (CDCI3) 5 ppm: 1.22-1.40 (m, 2H), 1.41 (s, 9H), 1.65-1.81 (m, 2H), 
20 2.04-2.16 (m, 2H), 2.22-2.36 (m, 2H), 3.24-3.41 (m, 1H), 3.74 (d, 1H, J = 9.6 Hz), 
7.40-7.54 (m, 3H), 7.88-8.01 (m, 3H), 8.66 (d, 1H, J = 1.5 Hz), 9.57 (d, 1H, J= 1.2 
Hz). 

I a - 6 0 
mp 213-214 °C 

25 1 H-NMR (DMSO) 5 ppm: 1.32-1.50 (m, 2H), 1.35 (s, 9H), 1.52-1.70 (m, 2H), 
1.88-2.00 (m, 2H), 2.04-2.16 (m, 2H), 2.22-2.38 (m, 1H), 2.65 (s, 3H), 2.99-3.15 



218 



WO 01/37826 



PCT/JP00/08197 



(m, 1H), 6.46 (d, 1H, J = 9.3 Hz), 7.28 (d, 1H, J = 9.0 Hz), 7.81 (s, 1H), 8.20 (s, 
1H), 8.47 (s, 1H), 9.89 (s, 1H). 
I a - 6 1 
mp 274-275 °C 

5 iH-NMR (DMSO) 8 ppm: 1.27 (s, 1H), 1.28-1.58 (m, 4H), 1.84-2.08 (m, 4H), 
2.22-2.40 (m, 1H), 2.99-3.15 (m, 1H), 3.01 (s, 3H), 6.81 (d, 1H, J = 8.1 Hz), 7.78 
(d, 2H, J = 7.8 Hz), 7.84 (d, 2H, J = 8.4 Hz), 8.18 (s, 1H), 10.43 (s, 1H). 
I a - 6 2 
mp 235-236 °C 

10 iH-NMR (CDC1 3 ) 8 ppm: 1.22-1.39 (m, 2H), 1.41 (s, 3H), 1.66-1.80 (m, 2H), 
2.01-2.12 (m, 2H), 2.14-2.22 (m, 1H), 2.23-2.34 (m, 2H), 3.24-3.42 (m, 1H), 3.69 
(d, 1H, J = 9.5 Hz), 6.44 (d, 1H, J = 9.3 Hz), 7.27 (brs, 1H), 7.28 (d, 1H, J = 9.3 
Hz), 7.37 (dd, 1H, J = 2.4, 9.0 Hz), 7.68 (d, 1H, J = 9.6 Hz), 8.04 (d, 1H, J = 2.4 
Hz). 

15 I a - 6 3 

mp 277-279 °C 

^-NMR (DMSO-ds) 8 ppm: 1.27 (s, 9H), 1.28-1.54 (m, 4H), 1.77-2.02 (m, 4H), 
2.15-2.29 (m, 1H), 2.90 (s, 3H), 2.96-3.13 (m, 1H), 6.79 (d, 1H, J = 8.7 Hz), 7.12 
(d, 2H, J = 9.0 Hz), 7.54 (d, 2H, J = 9.0 Hz), 9.50 (s, 1H), 9.81 (s, 1H). 
20 I a - 6 4 

mp 259-260 °C 

iH-NMR (DMSO-ds) 8 ppm: 1.26 (s, 9H), 1.26-1.50 (m, 4H), 1.74-1.99 (m, 4H), 
2.10-2.25 (m, 1H), 2.95-3.10 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 6.97 (d, 2H, J = 9.0 
Hz), 7.42 (d, 2H, J = 9.0 Hz), 7.50-7.71 (m, 5H), 9.73 (s, 1H), 10.05 (s, 1H). 
25 I a - 6 5 

mp 292-293 °C 
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!H-NMR (DMSO-de) 8 ppm: 1.27 (s, 9H), 1.28-1.54 (m, 4H), 1.62-1.72 (m, 2H), 
1.77-1.87 (m, 2H), 1.91-2.10 (m, 4H), 2.13-2.25 (m, 1H), 2.98-3.12 (m, 1H), 
3.41-3.52 (m, 2H), 5.09 (s, 1H), 6.79 (d, 1H, J = 9.0 Hz), 6.91 (d, 2H, J = 9.0 Hz), 
7.37 (d, 2H, J = 9.0 Hz), 7.42 (d, 2H, J = 9.0 Hz), 7.51 (d, 2H, J = 9.0 Hz), 9.56 (s, 
5 1H). 

I a - 6 6 
mp >300 °C 

!H-NMR (DMSO-de) 8 ppm: 1.27 (s, 9H), 1.28-1.58 (m, 4H), 1.85-2.02 (m, 4H), 
2.40-2.52 (m, 1H), 3.00-3.16 (m, 1H), 6.81 (d, 1H, J = 9.0 Hz), 7.50-7.58 (m, 3H), 
10 7.90-7.97 (m, 2H), 12.58 (s, 1H). 
I a - 6 7 
mp 199-200 °C 

!H-NMR (DMSO-ds) 6 ppm: 1.14 (d, 6H, J = 6.3 Hz), 1.28 (s, 9H), 1.31-1.48 (m, 
4H), 1.76-1.88 (m, 2H), 2.17 (t, 2H, J = 11.1 Hz), 2.82 (t, 2H, J = 11.7 Hz), 3.46 
15 (d, 2H, J = 11.4 Hz), 3.20-3.36 (m, 1H), 3.62-3.74 (m, 2H), 4.02 (d, 2H, J = 12.9 
Hz), 6.83 (d, 2H, J = 9.0 Hz), 6.89 (d, 1H, J = 8.7 Hz), 7.28 (d, 2H, J = 9.0 Hz), 
8.27 (s, 1H). 
I a - 6 8 
mp 237-239 °C 

20 !H-NMR (CDCI3/DMSO) 8 ppm: 1.40 (s, 9H), 1.49-1.65 (m, 2H), 1.99-2.10 (m, 
2H), 2.95 (t, 2H, J = 11.1 Hz), 3.36-3.52 (m, 1H), 4.17 (d, 1H, J = 12.9 Hz), 5.84 
(d, 1H, J = 8.7 Hz), 6.39 (d, 1H, J = 9.6 Hz), 7.21 (d, 1H, J = 9.3 Hz), 7.51 (dd, 1H, 
J = 2.4, 9.3 Hz), 7.72 (d, 1H, J = 9.9 Hz), 7.85 (d, 1H, J = 2.7 Hz), 8.04 (s, 1H). 
I a - 6 9 

25 mp 259-260 °C 

!H-NMR (DMSO) 8 ppm: 1.25-1.55 (m, 4H), 1.27 (s, 9H), 1.82-2.05 (m, 4H), 
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2.22-2.36 (m, 1H), 2.98-3.17 (m, 1H), 4.16 (s, 3H), 6.80 (d, 1H, J = 8.4 Hz), 
7.77-7.87 (m, 4H), 10.16 (s, 1H). 
I a - 7 0 
mp 259-260 °C 

5 !H-NMR (DMSO) 5 ppm: 1.28 (s, 9H), 1.36-1.56 (m, 2H), 1.80-1.92 (m, 2H), 
2.86-3.02 (m, 2H), 3.36-3.52 (m, 1H), 4.04-4.20 (m, 2H), 6.92 (d, 1H, J = 7.5 Hz), 
7.38-7.58 (m, 3H), 8.00-8.14 (m, 2H), 8.90 (s, 1H), 9.08 (s, 1H), 9.63 (s, 1H). 
I a - 7 1 
mp 228-229 °C 

10 !H-NMR (CDCI3/DMSO) 8 ppm: 1.27-1.42 (m, 2H), 1.38 (s, 9H), 1.57-1.75 (m, 
2H), 1.90-2.02 (m, 2H), 2.12-2.34 (m, 3H), 3.14-3.32 (m, 1H), 5.37 (d, 1H, J = 9.3 
Hz), 7.38-7.43 (m, 3H), 7.46 (d, 2H, J = 8.7 Hz), 7.51-7.60 (m, 2H), 7.68 (d, 2H, 
J = 9.0 Hz), 9.33 (s, 1H). 
I a - 7 5 

15 mp 169-170 °C 

iH-NMR (CDCI3) 6 ppm: 0.58-0.72 (m, 1H), 0.80 (d, 3H, J = 6.6 Hz), 0.94 (d, 
3H, J = 6.0 Hz), 1.14-1.35 (m, 3H), 1.39 (s, 9H), 1.48-1.66 (m, 2H), 1.74-2.06 (m, 
5H), 2.06-2.44 (m, 6H), 3.18-3.35 (m, 1H), 3.64-3.74 (m, 1H), 4.46-4.60 (m, 1H), 
6.98-7.38 (m, 5H). 

20 I a - 7 6 

mp 236-237 °C 

1 H-NMR (CDCI3/DMSO) 8 ppm: 1.27-1.42 (m, 2H), 1.38 (d, 6H, J = 6.6 Hz), 
1.60-1.78 (m, 2H), 1.94-2.06 (m, 2H), 2.12-2.30 (m, 3H), 3.06-3.34 (m, 2H), 5.10 
(brs, 1H), 6.41 (d, 1H, J = 9.9 Hz), 7.25 (d, 1H, J = 8.4 Hz), 7.48 (dd, 1H, J = 2.4, 
25 8.7 Hz), 7.68 (d, 1H, J = 9.9 Hz), 8.12 (d, 1H, J = 2.4 Hz), 8.88 (brs, 1H). 
I a - 7 7 
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mp 117-118 °C 

!H-NMR (CDCI3) 5 ppm: 1.38 (d, 6H, J = 6.9 Hz), 1.65 (quintet, 2H, J = 5.4 
Hz), 1.75-1.91 (m, 2H), 2.42 (t, 2H, J = 7.4 Hz), 3.10-3.24 (m, 3H), 4.77 (brs, 1H), 
6.41 (d, 1H, J = 9.6 Hz), 7.18-7.26 (m, 1H), 7.48 (dd, 1H, J = 1.8, 8.7 Hz), 7.67 (d, 
5 1H, J = 9.9 Hz), 8.01 (s, 1H), 8.23 (brs, 1H). 
I a - 7 8 
mp 138-139 °C 

!H-NMR (CDCI3) 6 ppm: 1.41 (s, 9H), 1.64 (quintet, 2H, J = 6.6 Hz), 1.84 
(quintet, 2H, J = 7.3 Hz), 2.42 (t, 2H, J = 7.5 Hz), 3.26 (q, 2H, J = 6.5 Hz), 4.59 
10 (brs, 1H), 6.41 (d, 1H, J = 9.3 Hz), 7.23 (d, 1H, J = 8.7 Hz), 7.49 (dd, 1H, J = 2.4, 
9.0 Hz), 7.67 (d, 1H, J = 9.9 Hz), 8.03 (d, 1H, J = 2.4 Hz), 8.28 (brs, 1H). 
I a - 7 9 
mp 289-290 °C 

!H-NMR (DMSO) 6 ppm: 1.24-1.63 (m, 4H), 1.28 (s, 9H), 1.84-2.08 (m, 4H), 
15 2.24-2.41 (m, 1H), 3.00-3.16 (m, 1H), 6.82 (d, 1H, J = 8.1 Hz), 7.36-7.60 (m, 5H), 
7.86-7.99 (m, 2H), 8.28 (s, 1H), 10.50 (s, 1H). 
I a - 8 0 
mp 239-240 °C 

1 H-NMR (DMSO) 6 ppm: 1.22 (d, 1H, J = 6.6 Hz), 1.23-1.40 (m, 2H), 1.40-1.59 
20 (m, 2H), 1.83-2.04 (m, 4H), 2.23-2.39 (m, 1H), 2.98-3.23 (m, 2H), 7.00 (d, 1H, J 
= 7.8 Hz), 7.36-7.59 (m, 5H), 7.85-7.97 (m, 2H), 8.29 (s, 1H), 10.50 (s, 1H). 
I a - 8 1 
mp 205-206 °C 

!H-NMR (CDCI3/DMSO) 8 ppm: 1.40 (s, 9H), 1.66 (quintet, 2H, J = 7.0 Hz), 
25 1.85 (quintet, 2H, J = 7.2 Hz), 2.45 (t, 2H, J = 7.5 Hz), 3.24 (t, 2H, J = 6.5 Hz), 
5.17 (brs, 1H), 7.36-7.54 (m, 5H), 7.85 (d, 1H, J = 8.4 Hz), 8.07 (dd, 1H, J = 1.8, 
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8.1 Hz), 8.23 (d, 1H, J = 1.8 Hz), 9.61 (s, 1H). 
I a - 8 2 
mp 216-217 °C 

!H-NMR (DMSO-de) 8 ppm: 1.14 (d, 6H, J = 6.3 Hz), 1.22 (d, 6H, J = 6.9 Hz), 
5 1.22-1.53 (m, 4H), 1.76-1.98 (m, 2H), 2.21 (t, 2H, J = 10.8 Hz), 2.22-2.36 (m, 1H), 
2.96-3.20 (m, 2H), 3.57 (d, 2H, J = 12.0 Hz), 3.60-3.74 (m, 1H), 6.66-6.85 (m, 2H), 
6.98 (d, 1H, J = 7.8 Hz), 7.47 (d, 1H, J = 8.7 Hz), 9.30 (s, 1H). 
I a - 8 3 
mp 118-119 °C 

10 iH-NMR (DMSO-de) 8 ppm: 1.41 (d, 6H, J = 6.3 Hz), 1.26 (s, 9H), 1.40-1.67 (m, 
4H), 2.17-2.36 (m, 3H), 2.97-3.10 (m, 2H), 3.57 (d, 2H, J = 12.0 Hz), 3.61-3.74 (m, 
1H), 6.67-6.92 (m, 3H), 7.48 (t, 1H, J = 9.0 Hz), 9.37 (s, 1H). 
I a - 8 4 
mp 265-267 °C 

15 iH-NMR (DMSO-de) 8 ppm: 1.21 (d, 6H, J = 6.6 Hz), 1.20-1.57 (m, 4H), 
1.60-2.30 (m, 9H), 2.99-3.20 (m, 4H), 3.40-3.52 (m, 2H), 5.09 (s, 1H), 6.91 (d, 2H, 
J = 8.7 Hz), 6.98 (d, 1H, J = 7.5 Hz), 7.37 (d, 2H, J = 8.7 Hz), 7.42 (d, 2H, J = 8.7 
Hz), 7.51 (d, 2H, J = 8.7 Hz), 9.56 (s, 1H). 
I a - 8 5 

20 mp 185-186 °C 

!H-NMR (DMSO-de) 8 ppm: 1.26 (s, 9H), 1.42-1.72 (m, 6H), 1.96-2.10 (m, 2H), 
2.26 (t, 2H, J = 6.9 Hz), 2.96-3.12 (m, 4H), 3.41-3.52 (m. 2H), 5.09 (s, 1H), 6.88 
(d, 1H, J = 8.7 Hz), 6.92 (d, 2H, J = 9.0 Hz), 7.37 (d, 2H, J = 8.7 Hz), 7.43 (d, 2H, 
J = 9.0 Hz), 7.52 (d, 2H, J = 8.7 Hz), 9.63 (s, 1H). 

25 I a - 8 6 

mp 162-164 °C 
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!H-NMR (DMSO-de) 8 ppm: 1.21 (d, 6H, J = 6.6 Hz), 1.41-1.73 (m, 6H), 
1.96-2.10 (m, 2H), 2.26 (t, 2H, J = 7.2 Hz), 2.91-3.20 (m, 5H), 3.42-3.52 (m, 2H), 
5.09 (s, 1H), 6.92 (d, 2H, J = 9.3 Hz), 6.99 (t, 1H, J = 6.0 Hz), 7.37 (d, 2H, J = 8.7 
Hz), 7.43 (d, 2H, J = 9.3 Hz), 7.52 (d, 2H, J = 8.7 Hz), 9.64 (s, 1H). 
5 I a - 8 7 

mp 245-247 °C 

iH-NMR (DMSO-de) 8 ppm: 1.22 (d, 6H, J = 6.6 Hz), 1.22-1.58 (m, 4H), 
1.81-2.02 (m, 4H), 2.22-2.36 (m, 1H), 3.00-3.20 (m, 2H), 3.01 (s, 3H), 6.99 (d, 1H, 
J = 8.4 Hz), 7.75-7.88 (m, 2H), 8.19 (d, 1H, J = 1.2 Hz), 10.43 (s, 1H). 
10 I a - 8 8 

mp 208-209 °C 

1H-NMR (DMSO-de) 8 ppm: 1.22 (d, 6H, J = 6.9 Hz), 1.22-1.55 (m, 4H), 
1.75-1.98 (m, 4H), 2.11-2.24 (m, 1H), 2.98-3.20 (m, 2H), 5.96 (s, 2H), 6.82 (d, 1H, 
J = 8.4 Hz), 6.91-7.03 (m, 2H), 7.30 (d, 1H, J = 1.8 Hz), 9.72 (s, 1H). 
15 I a - 8 9 

mp 142-143 °C 

iH-NMR (DMSO-de) 8 ppm: 1.27 (s, 9H), 1.40-1.66 (m, 4H), 2.26 (t, 2H, J = 
7.5 Hz), 3.02 (q, 2H, J = 6.6 Hz), 5.96 (s, 2H), 6.82 (d, 1H, J = 8.4 Hz), 6.88 (t, 1H, 
J = 8.4 Hz), 6.94 (dd, 1H, J = 1.8, 8.4 Hz), 7.30 (d, 1H, J = 1.8 Hz), 9.78 (s, 1H). 
20 I a - 9 0 
mp 100 °C 

!H-NMR (DMSO-de) 8 ppm: 1.20 (d, 6H, J = 6.9 Hz), 1.40-1.66 (m, 4H), 2.26 
(t, 2H, J = 7.5 Hz), 2.89-2.99 (m, 2H), 3.13 (quint, 1H, J = 6.6 Hz), 5.96 (s, 2H), 
6.83 (d, 1H, J = 8.1 Hz), 6.91-7.02 (m, 2H), 7.30 (d, 1H, J = 1.8 Hz), 9.78 (s, 1H). 
25 I a - 9 1 

mp 189-190 °C 
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*H-NMR (DMSO-de) 8 ppm: 1.26 (s, 9H), 1.43-1.71 (m, 4H), 2.40 (t, 2H, J = 
7.5 Hz), 2.97-3.09 (m, 2H), 3.01 (s, 3H), 6.85-6.93 (m, 1H), 7.76-7.88 (m, 2H), 
8.20 (d, 1H, J = 1.2 Hz), 10.49 (s, 1H). 
I a - 1 0 4 
5 mp 238-241 °C 

iH-NMR (DMSO) 8 ppm: 1.27 (s. 9H), 1.3-1.5 (m. 4H), 1.8-2.0 (m, 4H), 2.50 
(m, 1H), 3.05 (m, 1H), 6.55 (br s, 1H), 6.79 (d, 1H, J= 8.2), 7.15 (t, 1H, J= 4.8), 
8.64 (d, 2H, J= 4.8). 
I a - 1 0 5 
10 mp 232-234 °C 

iH-NMR (DMSO) 5 ppm: 1.26 (s, 9H), 1.2-1.5.(m, 4H), 1.8-2.0 (m, 4H), 2.55 
(m, 1H), 3.05 (m, 1H), 6.77 (d, 1H, J=8.7), 9.92 (s, 2H), 10.93 (s, 1H). 
I a - 1 0 6 
mp 226-228 °C 

15 ^-NMR (DMSO) 8 ppm: 1.28 (s, 9H), 1.22-1.58 (m, 4H), 1.82-2.04 (m, 4H), 
2.29 (m, 1H), 3.07 (m, 1H), 6.79 (d, 1H, J = 8.7 Hz), 7.6 l(d-d, 1H, J = 1.8 Hz, 8.7 
Hz), 8.04 (d, 1H, J = 8.7 Hz), 8.48 (d, 1H, 2.1 Hz), 9.35 (s, 1H), 10.05 (s, 1H). 
I a - 1 0 7 
mp 282-283 °C 

20 ^-NMR (DMSO) 8 ppm: 1.22-1.57 (m, 4H), 1.27 (s, 9H), 1.80-2.04 (m, 4H), 
2.27 (m, 1H), 3.06 (m, 1H), 6.81 (d, 1H, J = 8.7 Hz), 7.32 (m, 1H), 7.44 (t, 2H, J 
= 7.5 Hz), 7.57-7.72 (m, 6H), 9.91 (s„ 1H). 
I a - 1 0 8 
mp 191-192 °C 

25 iH-NMR (DMSO) 8 ppm: 1.24-1.58 (m, 4H), 1.28 (s, 9H), 1.86-2.04 (m, 4H), 
2.70 (m, 1H), 3.08 (m, 1H), 6.83 (d, 1H, J = 8.7 Hz), 7.63-7.79 (m, 2H), 8.31 (d, 
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1H, J = 7.2 Hz). 10.27 (s, 1H). 
I a - 1 0 9 
mp 283-285 °C 

iH-NMR (DMSO) 8 ppm: 1.24-1.60 (m, 4H), 1.28 (s, 9H), 1.87-2.04 (m, 4H), 
5 2.42 (m, 1H), 3.09 (m, 1H), 3.87 (s, 2H), 6.82 (d, 1H, J = 8.7 Hz), 7.28-7.43 (m, 
3H), 7.60 (d, 2H, J = 7.8 Hz), 7.68 (d, 1H, J = 7.2 Hz), 7.89 (d, 1H, J = 7.5 Hz), 
9.48 (s, 1H). 
I a - 1 1 0 
mp 263-265 °C 

10 ^-NMR (DMSO) 6 ppm: 1.24-1.54 (m, 4H), 1.27 (s, 9H), 1.76-1.87 (m, 2H), 
1.89-2.01 (m, 2H), 2.17 (m, 1H), 3.04 (m, 1H), 4.01 (s, 4H), 6.01 (s, 2H), 6.44 (d, 
2H, J = 8.7 Hz), 6.77 (d, 1H, J = 8.7 Hz), 7.39 (d, 2H, J = 9,0 Hz), 9.44 (s, 1H). 
I a - 1 1 1 
mp 239-241 °C 

15 ^-NMR (DMSO) 6 ppm: 1.24-1.54 (m, 4H), 1.27 (s, 9H), 1.62-1.76 (m, 4H), 
1.80-2.02 (m, 4H), 2.30 (m, 1H), 2.47-2.59 (m, 2H), 2.66-2.76 (m, 2H), 6.08 (m, 
1H), 6.79 (d, 1H, J = 9.0 Hz), 6.88 (d, 1H, J = 6.9 Hz), 7.02 (t, 1H, J = 7.5 Hz), 
7.13 (d, 1H, J = 7.5 Hz), 8.98 (s, 1H). 
I a - 1 2 4 

20 mp 247-249 °C 

iH-NMR (DMSO) 6 ppm: 1.15 (d, 6H, J = 6.3 Hz), 1.30 (s, 9H), 2.15-2.26 (m, 
2H), 3.48-3.57 (m, 2H), 3.63-3.76 (m, 2H), 6.92 (d, 2H, J = 8.7 Hz), 7.59 (d, 2H. 
J = 9.0 Hz), 7.38 (d, 2H, J = 9.0 Hz), 7.87 (d, 2H, J = 8.7 Hz), 9.92 (brs, 1H), 9.98 
(brs, 1H). 

25 I a - 1 2 5 

mp 228.-232 °C 



226 



WO 01/37826 



PCT/JP00/08197 



!H-NMR (DMSO) 5 ppm: 1.30 (s, 9H), 1.95-2.08 (m, 2H), 2.77-2.89 (m, 4H), 
7.17 (d, 1H, J = 8.4 Hz), 7.39 (d, 2H, J = 9.0 Hz), 7.42-7.48 (m, 1H), 7.64 (brs, 
1H), 7.87 (d, 2H, J = 9.0 Hz), 9.99 (brs, 2H). 
I a — 1 2 6 
5 mp 244-246 °C 

!H-NMR (DMSO) 8 ppm: 1.31 (s, 9H), 7.42 (d, 2H, J = 8.4 Hz), 7.81 (d-d, 1H, 
J = 2.1 Hz, 8.7 Hz), 7.93 (d, 2H, J = 9.0 Hz), 8.05 (d, 1H, J = 9.0 Hz), 8.66 (d, 1H, 
J = 2.1 Hz), 9.29 (s, 1H), 10.05 (brs, 1H), 10.39 (brs, 1H). 
I a - 1 2 7 
10 mp 238-239 °C 

iH-NMR (DMSO) 5 ppm: 1.30 (s, 9H), 4.18-4.27 (m, 4H), 6.81 (d, 1H, J = 8.4 
Hz), 7.16 (d-d, 1H, J = 2.7 Hz, 9.0 Hz), 7.34-7.42 (m, 3H), 7.85 (d, 2H, J = 8.4 Hz), 
9.94 (brs, 1H), 9.99 (brs, 1H). 
I a - 1 2 8 
15 mp 286-287 °C 

iH-NMR (DMSO) 5 ppm: 1.31 (s, 9H), 7.41 (d, 2H, J = 8.7 Hz), 7.71 (d, 2H, J 

= 8.4 Hz), 7.91 (d, 2H, J = 8.7 Hz), 7.99 (d, 2H, J = 8.7 Hz), 10.05 (brs, 1H), 10.44 

(brs, 1H). 

I a - 1 2 9 
20 mp 232-234 °C 

^-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.3-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.25 

(1H, m), 3.07 (m, 1H), 6.80 (d, 1H, J=9.0), 7.37 (d, 1H, J= 8.1), 7.53 (t, 1H, 

J=8.1), 7.75 (t, 1H, J= 8.1), 8.12 ( s, 1H), 10.16 (s, 1H). 

I a - 1 3 0 
25 mp 274-277 °C 

iH-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.23-1.58 (m, 4H), 1.81-2.03 (m, 4H), 
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2.28 (m, 1H), 3.07 (m, 1H), 6.80 (d, 1H, J = 8.4 Hz), 7.36 (d-d, 1H, J = 0.9 Hz, 5.7 
Hz), 7.43 (d-d, 1H, J = 2.1 Hz, 8.7 Hz), 7.60 (d, 1H, J = 5.4 Hz), 7.78 (d, 1H, J = 
8.7 Hz), 8.40 (d, 1H, 1.8 Hz), 9.97 (brs, 1H). 
I a - 1 3 1 
5 mp 259-260 °C 

!H-NMR (DMSO) 6 ppm: 1.31 (s, 9H), 7.40 (d, 1H, J = 4.8 Hz), 7.41 (d, 2H, J 
= 8.7 Hz), 7.66 (d, 1H, J = 5.1 Hz), 7.67 (d-d, 1H, J = 1.8 Hz, 8.7 Hz), 7.84 (d, 1H, 
J = 9.0 Hz), 7.92 (d, 2H, J = 8.7 Hz), 8.50 (s, 1H), 10,03 (brs, 1H), 10,27 (brs 1H). 
I a - 1 3 2 
10 mp 265-266 °C 

!H-NMR (DMSO) 6 ppm: 1.17 (d, 6H, J = 6.6 Hz), 1.31 (s, 9H), 4.10 (m, 1H), 
7.35-7.46 (m, 3H), 7.54 (d, 1H, J = 7.5 Hz), 7.87-7.97 (m, 3H), 8.15 (brs, 1H), 
8.20 (d, 1H, J = 7.5 Hz), 10.03 (brs, 1H), 10.25 (brs, 1H). 
I a - 1 3 3 
15 mp 249-250 °C 

iH-NMR (DMSO) 5 ppm: 1.31 (s, 9H), 7.41 (d, 2H, J = 8.7 Hz), 7.45 (d, 1H, J 
= 5.4 Hz), 7.67 (d-d, 1H, J = 1.8 Hz, 8.7 Hz), 7.76 (d, 1H, J = 5.4 Hz), 7.92 (d, 2H, 
J = 8.7 Hz), 7.95 (d, 1H, J = 8.1 Hz), 8.39 (d, 1H, J = 1.8 Hz), 10.02 (brs, 1H), 10 
23 (brs, 1H). 
20 I a - 1 3 4 
mp 305-306 °C 

1 H-NMR (DMSO) 8 ppm: 1.25 (m, 2H), 1.25 (s, 9H), 1.52 (m, 2H), 1.82 (m, 
2H,), 1.94 (m, 2H), 2.13 (m, 1H), 3.04 (m, 1H), 6.00 (d, 1H, J= 8.1), 6.74 (d, 1H, 
J= 8.4), 7.3-7.5 ( m, 6H), 7.85 (d, 2H, J=7.5), 8.31 (d, 1H, J=8.4). 
25 I a - 1 3 5 

mp 220-222 °C 
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iH-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.3-1.5 ( m, 4H), 1.8-2.0 (m, 4H), 2.37 
(m, 1H), 3.03 (m, 1H), 6.80 (d, 1H, J=8.7), 7.04 (m, 1H), 7.29 (m, 1H), 7.79 ( m, 
1H), 9.60 (s, 1H). 
I a - 1 3 6 
5 mp 263-264 °C 

!H-NMR (DMSO) 5 ppm: 1.27 ( s, 9H), 1.3-1.5 (m, 4H), 1.8-2.0 (m, 4H), 
2.20( m, 1H), 3.03 (m, 1H), 6.80 (d, 1H, J= 8.4), 6.87 ( m, 1H), 7.31 (m, 2H), 
10.21 (s, 1H). 
I a - 1 3 7 
10 mp 260-262 °C 

!H-NMR (DMSO) 8 ppm: 1.27 ( s, 9H), 1.3-1.5 ( m, 4H), 1.8-2.0 (m, 4H), 2.30 
(m, 1H), 3.05 (m, 1H), 6.80 (d, 1H, J= 8.4), 7.13 (t, 2H, J= 8.1), 7.31 (m, 1H), 9.52 
(s, 1H). 
I a - 1 3 8 
15 mp 270-273 °C 

!H-NMR (DMSO) 3 ppm: 1.27 (s, 9H), 1.3-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.12 
(m, 1H), 3.05 (m, 1H), 6.79 (d, 1H, J=9.0), 7.31 (m, 2H), 7.80 (m, 1H), 10.05 (s, 
1H). 

I a - 1 3 9 
20 mp 267-270 °C 

!H-NMR (DMSO) 8 ppm: 1.30 (s, 9H), 4.05 (s, 4H), 6.04 (s, 2H), 6.51 (d, 2H, 
J = 8.7 Hz), 7.34 (d, 2H, J = 8.4 Hz), 7.54 (d, 2H, J = 8.4 Hz), 7.87 (d, 2H, J = 8.4 
Hz), 9.82 (brs, 1H), 9.97 (brs, 1H). 
I a - 1 4 0 
25 mp 227-229 °C 

!H-NMR (DMSO) 8 ppm: 1.22 (d, 6H, J = 6.6 Hz), 1.20-1.57 (m 4H), 1.80-2.01 
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(m, 4H), 2.27 (m, 1H), 2.95-3.22 (m, 2H), 6.99 (d,lH, J = 7.8 Hz), 7.65 (d, 2H, J 
= 8.7 Hz), 7.80 (d, 2H, J = 8.4 Hz), 10.18 (brs, 1H). 
1 a - 1 4 1 
mp 205-207 °C 

5 iH-NMR (DMSO) 5 ppm: 1.22 (d, 6H, J = 6.9 Hz), 1.20-1.55 (m, 4H), 1.75-2.05 
(m, 6H), 2.21 (m, 1H), 2.72-2.85 (m, 4H), 2.93-3.20 (m, 2H), 6.98 (d, 1H, J = 8.1 
Hz), 7.10 (d, 1H, J = 8.1 Hz), 7.26 (d-d, 1H, J = 2.1 Hz, 8.1 Hz), 7.51 (s, 1H), 9.67 
(brs, 1H). 
I a - 1 4 2 

10 mp 295-296 °C 

iH-NMR (DMSO) 8 ppm: 1.15 (d, 6H,J=6.6), 1.27 (s, 9H), 1.3-1.5 (m, 4H), 
1.8-2.0 (m, 4H), 2.27 (m, 1H), 3.05 (m, 1H), 4.07 (m, 1H), 6.80 (d, 1H, J=8.7), 
7.64 (d, 2H, J=8.7), 7.79 (d, 2H, J=8.7), 8.06 (d, 1H, J=7.5), 10.01 (s, 1H). 
I a - 1 4 3 

15 mp 146-147 °C 

!H-NMR (DMSO) 6 ppm: 1.26 (s, 9H), 1.5-1.7 (m, 4H), 2.36 (t, 2H, J=7.8), 
3.03 (q, 2H, J=6.3), 6.89 (t, 1H, J=6.3), 7.66 (d, 2H, J=8.4), 7.80 (d, 2H, J=8.4), 
10.25 (s, 1H). 
I a - 1 4 4 

20 mp 138-140 °C 

!H-NMR (DMSO) 6 ppm: 1.21 (d, 6H, J=6.0), 1.4-1.7 (m, 4H), 2.37 (t, 2H, 
J=7.5), 2.96 (q, 2H, J=6.3), 3.14 (m, 1H), 6.99 (t, 1H, J=5.4), 7.66. (d, 2H, J=7.8), 
7.81 (d, 2H, J=7.8), 10.26 (s, 1H). 
I a - 1 4 5 

25 mp 134-136 °C 

*H-NMR (DMSO) 8 ppm: 1.26 (s, 9H), 1.39 (m, 2H), 1.4-1.7 (m, 4H), 2.28 (t, 
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2H, J=7.2), 2.79 (m, 4H), 3.02 (q, 2H, J=7.2), 6.88 (t, 1H, J=6.0), 7.10 (t, 1H, 
J=6.0), 7.51 (s, 1H), 9.73 (s, 1H). 
I a - 1 4 6 
mp 135-137 °C 

5 iH-NMR (DMSO) 8 ppm: 1.20 (d. 6H, J=6.6), 1.4-1.7 (m, 4H), 1.99 (m, 2H), 
2.28 (t, 2H, J=7.2), 2.79 (m, 4H), 2.94 (q, 2H, J=6.3), 3.13 (m, 1H), 6.98 (t, 1H, 
J=6.9), 7.10 (d, 2H, J=8.1), 7.26 (d, 2H, J=8.1), 7.51 (s, 1H), 9.73 (s,lH). 
I a - 1 4 7 
mp 206-207 °C 

10 iH-NMR (DMSO) 8 ppm: 1.29 (s, 9H), 4.54 (d, 2H, J = 5.7 Hz), 7.35 (d, 2H, J 
= 9.0 Hz), 7.52 (d, 2H, J = 7.8 Hz), 7.69 (d, 2H, J = 8.1 Hz), 7.83 (d, 2H, J = 
8.7Hz), 9.02 (t, 1H, J = 5.7 Hz), 9.97 (brs, 1H). 
I a - 1 4 8 
mp 250-251 °C 

15 iH-NMR (DMSO) 8 ppm: 1.30 (s, 9H), 7.18 (t, 2H, J = 9.3 Hz), 7.40 (d, 2H, J 
= 8.7 Hz), 7.76 (d-d, 2H, J = 5.1 Hz, 9.3 Hz), 7.88 (d, 2H, J = 9.0 Hz), 10.02 (brs, 
1H), 10.17 (brs, 1H). 
I a - 1 4 9 
mp 220-222 °C 

20 ^-NMR (DMSO) 8 ppm: 1.30 (s, 9H), 3.74 (s, 3H), 6.92 (d, 2H, J = 9.0 Hz), 
7.38 (d, 2H, J = 9.0 Hz), 7.64 (d, 2H, J = 9.0 Hz), 7.87 (d, 2H, J = 9.0 Hz), 9.99 (s, 
2H). 

I a - 1 5 0 
mp 264-266 °C 

25 ^-NMR (DMSO) 8 ppm: 1.31 (s, 9H), 1.66-1.76 (m, 4H), 2.57- 2.66 (m, 2H), 
2,71-2.80 (m, 2H), 6.98 (m, 1H), 7.06-7.16 (m, 2H), 7.38 (d, 2H, J = 9.0 Hz), 7.90 
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(d, 2H, J = 8.7 Hz), 9.60 (s, 1H), 9.99 (s, 1H). 
I a - 1 5 1 
mp 235-236 °C 

!H-NMR (DMSO) 6 ppm: 1.03-1.39 (m, 5H), 1.27 (s, 9H), 1.55-1.87 (m, 5H), 
5 3.73 (m, 1H), 7.31 (d, 2H, J = 8.7 Hz), 7.76 (d, 2H, J = 8.4 Hz), 8.01 (d, 1H, J = 
7.8 Hz), 9.90 (s, 1H). 
I a - 1 5 2 
mp 244-246 °C 

!H-NMR (DMSO) 6 ppm: 0.50-0.72 (m, 4H), 1.27 (s, 9H), 2.81 (m, 1H), 7.31 (d, 
10 2H, J = 8.7 Hz), 7.73 (d, 2H, J = 8.7 Hz), 8.30 (d, 1H, J = 4.2 Hz), 9.91 (brs, 1H). 
I a - 1 5 3 
mp >300 »C 

!H-NMR (DMSO) 5 ppm: 1.06 (m, 6H), 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.8-2.0 
(m, 4H), 2.25 (m, 1H), 2.7 (m, 1H), 3.05 (m, 1H), 3.51 (m, 4H), 4.30 (m, 1H), 6.80 
15 (d, 1H, J=8.4), 7.34 (d, 2H, J=8.4), 7.65 (d, 2H, J=8.4), 10.01 (s, 1H). 
I a - 1 5 4 
mp 247-249 °C 

!H-NMR (DMSO) 5 ppm: 1.05 (m,6H), 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.8-2.0 (m, 
4H), 2.23 (m, 1H), 2.77 (m, 1H), 3.05 (m, 1H), 3.52 (m, 4H), 4.33 (m, 1H), 6.80 (d, 
20 1H, J=9.0), 7.03 (d, 1H, J=7.8), 7.35 (t, 1H, J=7.8), 7.59 (d, 1H, J=7.8), 7.68 (s, 
1H), 9.96 (s, 1H). 
I a - 1 5 5 
mp 258-259 °C 

1H-NMR (DMSO) 6 ppm: 1.25(m, 2H), 1.50 (m,2H), 1.86 (m, 2H), 1.99 (m, 2H), 
25 2.28 (m ,.1H), 2.93 (s, 3H), 3.10 (m, 1H), 7.02 (d, 1H, J=7.5), 7.65 (d, 2H, J=8.4), 
7.80 (d, 2H, J=8.4). 10.20 (s, 1H). 
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I a - 1 5 6 
mp 250-253 °C 

*H-NMR (DMSO) 6 ppm: 1.28 (m, 2H), 1.50 (m, 2H), 1.82 (m, 2H), 2.00 (m, 
4H), 2.22 (m, 1H), 2.79 (m, 4H), 2.92 (s, 3H), 3.11 (m, 1H), 7.01 (d, 1H, J=(.l), 
5 7.26 (d, 1H, J=8.1), 7.51 (s, 1H), 9.68 (s, 1H). 
I a - 1 5 7 
mp 259-262 °C 

iH-NMR (DMSO) 5 ppm: 1.13 (d, 6H, J=6.0), 1.25 (m, 2H), 1.50 (m, 2H), 1.80 
(m, 2H), 1.95 (m, 2H), 2.17 (m, 3H), 2.92 (s, 3H), 3.10 (m, 1H), 3.70 (m,2H), 3.68 
10 (m, 2H), 6.86 (d, 2H J=9.3), 7.00 (d, 1H, J=7.2), 7.43 (d, 2H, J=9.3), 9.58 (s, 1H). 
I a - 1 5 8 
mp 298-300 °C 

iH-NMR (DMSO) 8 ppm: 1.31 (s, 9H), 7.30-7.50 (m, 5H), 7.63-7,71 (m, 4H), 
7.87 (d, 2H, J = 8.7 Hz), 7.91 (d, 2H, J = 9.0 Hz), 10.03 (brs, 1H), 10.22 (brs, 1H). 
15 I a - 1 5 9 
mp 278-281 °C 

!H-NMR (DMSO) 6 ppm: 0.74-1.87 (m, 20H), 1.29 (s, 9H), 3.76 (m, 1H), 7.32 
(d, 2H, J = 8.4 Hz), 7.75 (d, 2H, J = 8.7 Hz), 7.75 (d, 1H, J = 8.7 Hz), 7.90 (brs, 
1H). 

20 I a - 1 6 0 

mp 227-228 °C 

iH-NMR (DMSO) 8 ppm: 1.22-1.55 (m, 4H), 1.27 (s, 9H), 1.80-2.02 (m, 4H), 
2.23 (m, 1H), 3.06 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 7.45 (t, 1H, J = 9.9 Hz), 7.82 
( m, 1H), 8.12 (d-d, 1H, J = 2.4 Hz, 6.3 Hz), 10.17 (brs, 1H). 
25 I a - 1 6 1 
mp 259-260 °C 
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iH-NMR (DMSO) 5 ppm: 1.22-1.54 (m, 4H), 1.27 (s, 9H), 1.78-2.01 (m, 4H), 
2.16 (s, 3H), 2.21 (m, 1H), 3.05 (m, 1H), 6.77 (d, 1H, J = 8.4 Hz), 7.12-7.21 (m, 
2H), 7.53 (m, 1H), 9.90 (brs, 1H). 
I a - 1 6 2 
5 mp 222-226 °C 

iH-NMR (DMSO) 6 ppm: 1.15 (d,6H,J = 6.3 Hz), 1.26 (d, 6H, J = 6.9 Hz), 
2.16-2.26 (m, 2H), 3.31 (m, 1H), 3.48-3.58 (m, 2H), 3.63-3.76 (m, 2H), 6.92 (d, 
2H, J = 9.0 H), 7.32 (d, 2H, J = 8.7 Hz), 7.59 (d, 2H, 9.0 Hz), 7.89 (d, 2H, J = 9.0 
Hz), 9.92 (s, 1H), 10.13 (brs, 1H). 
10 I a - 1 6 3 
mp 197-200 °C 

!H-NMR (DMSO) 5 ppm: 1.26 (d, 6H, J = 6.3 Hz), 1.95-2.09 (m, 2H), 2.77-2.90 
(m, 4H), 3.32 (m, 1H), 7.17 (d, 1H, J = 8.1 Hz), 7.32 (d, 2H, J = 8.7 Hz), 7.45 (d-d, 
1H, J = 1.8 Hz, 8.1 Hz), 7.64 (brs, 1H), 7.90 (d, 2H, J = 8.7 Hz), 9.99 (brs, 1H), 
15 10.13 (brs, 1H). 
I a - 1 6 4 
mp 145-247 °C 

1H-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.3-2.0 (m, 16H), 2.19 (m, 1H), 3.05 (m, 
1H), 4.74 (m, 1H), 6.79 (d, 1H, J=9.0), 6.80 (d, 2H, J=9.0), 7.47 (d, 2H, J=9.0), 
20 9.63 (s, 1H). 
I a - 1 6 5 
mp >300 °C 

*H-NMR (DMSO) 6 ppm: 1.03-2.02 (m, 18H), 1.27 (s, 9H), 2.26 (m, 1H), 3.06 
(m, 1H), 3.73 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 7.63 (d, 2H, J = 9.0 Hz), 7.78 (d, 
25 2H, J = 8.7 Hz), 8.02 (d, 1H, J = 8.1Hz), 10.00 (brs, 1H). 
I a - 1 6 6 
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mp 200-201 °C 

!H-NMR (DMSO) 5 ppm: 1.03-2.02 (m, 18H), 1.27 (s, 9H), 2.25 (m, 1H), 3.06 
(m, 1H), 3.73 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 7.33 (t, 1H, J = 8.1 Hz), 7.46 (d, 
1H, J = 8.1 Hz), 7.76 (m, 1H), 7.94 (m, 1H), 8.14 (d, 1H, J = 8.1 Hz), 9.92 (brs, 
5 1H). 

I a - 1 6 7 
mp 282-285 °C 

*H-NMR (DMSO) 8 ppm: 1.22-1.57 (m, 4H), 1.27 (s, 9H), 1.87-2.03 (m, 4H), 
2.49 (m, 1H), 3.07 (m, 1H), 6.83 (d, 1H, J = 8.7 Hz), 13.20 (brs, 1H). 
10 I a - 1 6 8 

mp 120-124 °C 

!H-NMR (DMSO) 6 ppm: 0.94-1.66 (m, 14H), 1.27 (s, 9H), 1.80-2.04 (m, 4H), 
2.25 (mlH), 2.92 (m, 1H), 3.06 (m, 1H), 6.78 (d, 1H, J = 8.7 Hz), 7.42-7.53 (m, 
2H), 7.63 (d, 1H, J = 7.2 Hz), 7.73 (m, 1H), 8.17 (m, 1H), 10.11 (brs, 1H). 
15 I a - 1 6 9 
mp 256-257 °C 

!H-NMR (DMSO) 5 ppm: 0.93-1.20 (m, 5H), 1.24-1.64 (m, 9H), 1.27 (s, 9H), 
1.80-2.02 (m, 4H), 2.27 (m, 1H), 2.87 (m, 1H), 3.06 (m, 1H), 6.79 (d, 1H, J = 9.0 
Hz), 7.48 (d, 1H, J = 7.2 Hz), 7.68-7.79 (m, 4H), 10.17 (brs, 1H). 
20 I a - 1 7 1 

mp 242-244 °C 

iH-NMR (DMSO) 5 ppm: 1.27 (m, 12H), 1.45 (m, 4H), 1.90 (m, 4H), 2.25 (m, 
1H), 3.07 (m, 1H), 3.67 (m, 2H), 6.77(d, 1H, J=8.7), 6.90 (d, 1H, J=7.8), 7.31 (t, 
1H, J=7.5), 7.53 (d, 1H, J=7.8), 7.59 (s,lH), 9.89 (s, 1H). 
25 I a - 1 7 2 
mp >310 °C 
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!H-NMR (DMSO) 5 ppm: 1.27 (m, 12H), 1.38 (m, 4H), 1.84 (m, 2H), 1.97 (m, 
2H), 2.25 (m, 1H), 3.07 (m, 1H), 3.66 (m, 2H), 6.81 (d, 1H, J=8.7), 7.20 (d, 2H, 
J=6.7), 7.61 (d, 2H, J=8.7), 9.94 (s, 1H). 
I a - 1 7 3 
5 mp 279-281 °C 

iH-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.3-1.5 (m, 4H), 1.83 (m, 6H), 1.93 (m, 
2H), 2.21 (m, 1H), 2.36 (m, 2H), 3.05 (m, 1H), 3.54 (m, 2H), 6.79 (d, 1H, J=8.7), 
7.16 (d, 2H, J=9.0), 7.56 (d, 2H, J=9.0), 9.83 (s, 1H). 
I a - 1 7 4 

10 mp 258-262 °C 

*H-NMR (DMSO) 8 ppm: 0.29 (m, 2H), 0.53 (m,2H), 1.20 (m, 1H), 1.27 (s, 9H), 
1.3-1.5 (m, 4H), 1.7-2.0 (m, 4H), 2.20 (m, 1H), 3.05 (m, 1H), 3.75 (d, 2H, J=6.9), 
6.79 (d, 1H, J=9.0), 6.83 (d, 2H, J=9.0), 7.46 (d, 2H, J=9.0), 9.64 (s, 1H). 
I a - 1 7 5 

15 mp 246-248 °C 

iH-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.3-2.0 (m, 18H), 2.19 (m, 1H), 3.04 (m, 
1H), 4.23 (m, 1H), 6.79 (d, 1H, J=8.7), 6.84 (d, 2H, J=9.0), 7.45 (d, 2H, J=9.0), 
9.64 (s, 1H). 
I a - 1 7 6 

20 mp 200-202 °C 

1H-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.3-2.0 (m, 18H), 2.21 (m, 1H), 3.05 (m, 
1H), 4.23 (m, 1H), 6.57 (d, 1H, J=6.9), 6.80 (d, 1H, J=9.0), 7.0-7.2 (m, 2H), 7.28 
(s, 1H), 9.74 (s, 1H). 
I a - 1 7 7 

25 mp 266-268 °C 

!H-NMR (DMSO) 8 ppm: 1.22-1.56 (m, 4H), 1.27 (s, 9H), 1.79-2.02 (m, 4H), 
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2.25 (m,lH), 3.05 (m, 1H), 6.56 (m, 1H), 6.77-6.84 (m, 2H), 7.58-7.71 (m, 5H), 
9.92 (brs, 1H). 
I a - 1 7 8 
mp 223-224 °C 

5 *H-NMR (DMSO) 5 ppm: 1.26-1.54 (m,4H), 1.27 (s, 9H), 1.81-2.02 (m,4H), 
2.45 (m, 1H), 3.06 (m, 1H), 6.80 (d, 1H, J = 8.7 Hz), 8.15 (d-d, 1H, J = 2.4 Hz, 9.0 
Hz), 8.27 (d, 1H, J = 9.0 Hz), 8.70 (m, 1H), 10.85 (brs, 1H). 
I a - 1 7 9 
mp 224-227 °C 

10 iH-NMR (DMSO) 8 ppm: 1.24-1.56 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
2.27 (m, 1H), 3.06 (m, 1H), 6.80 (d, 1H, J = 8.7 Hz), 6.90 (d, 1H, J = 1.8 Hz), 
7.72-7.84 (m, 4H), 8.60 (d, 1H, J = 1.8 Hz), 10.09 (brs, 1H). 
I a - 1 8 0 
mp 226-227 °C 

15 !H-NMR (DMSO) 8 ppm: 0.92 (d, 6H, J = 6.6 Hz), 1.26-1.55 ( m, 4H), 1.27 (s, 
9H), 1.80-2.03 (m, 4H), 2.27 (m, 1H), 3.05 (m, 1H), 3.20 (m, 1H), 6.80 (d, 1H, J 
= 8.7 Hz), 7.42 (d, 1H, J = 7.2 Hz), 7.67-7.79 (m, 4H), 10.19 (brs, 1H). 
I a - 1 8 1 
mp 191-192 °C 

20 !H-NMR (DMSO) 5 ppm: 0.95 (d, 6H, J = 6.6 Hz), 1.26-1.55 (m, 4H), 1.27 (s, 
9H), 1.80-2.03 (m, 4H), 2.25 (m, 1H), 3.06 (m, 1H), 3.23 (m, 1H), 6.80 (d, 1H, J 
= 8.4 Hz), 7.41-7.53 (m, 2H), 7.58 (d, 1H, J = 7.2 Hz), 7.73 (m, 1H), 8.18 (m, 1H), 
10.13 (brs, 1H). 
I a - 1 8 2 

25 mp 192-193 °C 

!H-NMR (DMSO) 8 ppm: 0.30 (m, 2H), 0.55 (m, 2H), 1.2-1.5 (m, 5H), 1.27 (s, 
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1H), 1.8-2.0 (m, 4H), 2.20 (m, 1H), 3.04 (m, 1H), 3.75 (d, 2H, J=6.9), 6.58 (m, 
1H), 6.79 (d, 1H, J=8.7), 7.0-7.2 (m, 2H), 7.31 (s, 1H), 9.76 (s, 1H). 
I a - 1 8 3 
mp >310 °C 

5 !H-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.3-1.5 (m,4H), 1.82 (m, 2H), 1.97 (m, 
2H), 2.04 (m, 2H), 2.39 (m, 1H), 2.46 (t, 2H, J=7.8), 3.07 (m, 1H), 3.79 (t, 2H, 
J=7.5), 6.79 (d, 1H, J=8.7), 7.56 (m, 4H), 9.80 (s, 1H). 
I a - 1 8 4 
mp 281-283 °C 

10 !H-NMR (DMSO) 8 ppm: 1.24-1.57 (m, 4H), 1.27 (s, 9H), 1.80-2.04 (m, 4H), 

2.27 (m, 1H), 3.06 (m, 1H), 6.80 (d, 1H, J = 9,0 Hz), 7.33 (s, 1H), 7.75 (d, 2H, J 
= 9.3 Hz), 7.91 (d, 2H, J = 8.7 Hz), 8.16 (s, 1H), 10.09 (brs, 1H). 

I a - 1 8 5 
mp 226-227 °C 

15 !H-NMR (DMSO) 6 ppm: 1.24-1.58 (m, 10H), 1.27 (s, 9H), 1.81-2.02 (m, 4H), 

2.28 (m, 1H), 2.78-2.88 (m, 4H), 3.06 (m, 1H), 6.80 (d, 1H, J = 8.7 Hz), 7.64 (d, 
2H, J = 8.7 Hz), 7.82 (d, 2H, J = 8.7 Hz), 10.25 (brs, 1H). 

I a - 1 8 6 
mp 148-150 °C 

20 !H-NMR (DMSO) 8 ppm: 1.25-1.60 (m, 10H), 1.27 (s, 9H), 1.82-2.03 (m, 4H), 
2.24 (m, 1H), 2.82-2.92 (m, 4H), 3.06 (m,lH), 6.79 (d, 1H, J = 8.4 Hz), 7.36 (m, 
1H), 7.55 (t, 1H, J = 7.8 Hz), 7.84 (m„ 1H), 8.06 (m, 1H), 10.18 (brs, 1H). 
I a - 1 8 7 
mp >310 °C 

25 !H-NMR (DMSO) 8 ppm: 1.27 (s, 9H), 1.36 (s, 9H), 1.43 (m,4H), 1.85 (m, 2H), 
1.93 (m, 2H), 2.27 (m, 1H), 3.06 (m, 1H), 6.80 (d, 1H, J=8.7), 7.58 (s, 1H), 7.62 (d, 
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2H), 7.75 (d, 2H, J=9.0), 10.00 (e, 1H). 
I a - 1 8 8 
mp 285-292 °C 

!H-NMR (DMSO) 8 ppm: 0.85 (t, 3H, J=7.5), 1.11 (d, 3H, J=6.3), 1.26 (s, 9H), 
5 1.3-1.6 (m, 6H), 1.85 (m, 2H), 1.95 (m, 2H), 2.27 (m, 1H), 3.06 (m, 1H), 3.90 (m, 
1H), 6.80 (d, 1H, J=8.4), 7.64 (d, 2H, J=8.7), 7.79 (d, 2H, J=8.7), 7.99 (d, 1H, 
J=8.1), 10.02 (s, 1H). 
I a - 1 8 9 
mp 278-281 °C 

10 !H-NMR (DMSO) 8 ppm: 1.27 (s, 9H), 1.2-2.0 (m, 17H), 2.03 (m, 2H), 3.03 (m, 
1H), 6.79 (d, 1H, J=8.4), 7.1-7.3 (m, 3H), 7.94 (s, 1H), 9.78 (m, 2H). 
I a - 1 9 0 
mp >310 °C 

!H-NMR (DMSO) 8 ppm: 1.1-2.0 (m, 17H), 1.27 (s, 9H), 2.25 (m, 2H), 3.03 (m, 
15 1H), 6.79 (d, 1H, J=8.7), 7.48 (m, 4H), 9.71 (m, 2H). 
I a - 1 9 1 
mp 275-277 °C 

!H-NMR (DMSO) 6 ppm: 1.16 (d, 6H, J = 6.6 Hz), 1.31 (s, 9H), 4.09 (m, 1H), 
7.41 (d, 2H, J = 8.7 Hz), 7.84 (s, 4H), 7.90 (d, 2H, J = 9.0 Hz), 8.11 (d, 1H, J = 7.5 
20 Hz), 10.04 (brs, 1H), 10.30 (brs, 1H). 
I a - 1 9 2 
mp 204-205 °C 

!H-NMR (DMSO) 6 ppm: 1.15 (d, 6H, J = 6.6 Hz), 1.20-1.56 (m, 4H), 1.22 (d, 
6H, J = 6.6 Hz), 1.78-2.00 (m, 4H), 2.25 (m, 1H), 2.98-3.22 (m, 2H), 4.06 (m, 1H), 
25 6.99 (d, 1H, J = 8.1 Hz), 7.34 (t, 1H, J = 8.1 Hz), 7.46 (d, 1H, J = 7.8 Hz), 7.75 (m 
1H), 7.96 (m, 1H), 8.17 (d, 1H, J = 8.7 Hz), 9.94 (brs, 1H). 
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I a - 1 9 3 
mp 285-286 °C 

1H-NMR (DMSO) 8 ppm: 1.15 (d, 6H, J = 6.6 Hz), 1.20-1.56 (m, 4H), 1.22 (d, 
6H, J = 6.9 Hz), 1.79-2.00 (m, 4H), 2.26 (m, 1H), 2.97-3.20 (m, 2H), 4.07 (m, 1H), 
5 6.99 (d, 1H, J = 7.8 Hz), 7.64 (d, 2H, J = 8.7 Hz), 7.79 (d, 2H, J = 8.7 Hz), 8.06 (d, 
1H, J = 7.5 Hz), 10.02 (brs, 1H). 
I a - 1 9 4 
mp 248-250 °C 

!H-NMR (DMSO) 5 ppm: 1.22-1.57 (m, 4H), 1.22 (d, 6H, J = 6.6 Hz), 1.78-2.00 
10 (m, 4H), 2.25 (m, 1H), 2.98-3.22 (m, 2H), 6.56 (m, 1H), 6.82 (d, 1H, J = 3.3 Hz), 
6.99 (d, 1H, J = 7.8 Hz), 7.58- 7.71 (m, 5H), 9.92 (brs, 1H). 
I a - 1 9 5 
mp 271-275 °C 

iH-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.28-1.56 (m, 4H), 1.80-2.02 (m, 4H), 
15 2.25 (m, 1H), 3.06 (m, 1H), 6.80 (d, 1H, J = 9.0 Hz), 7.57 (s, 1H), 7.62-7.74 (m, 
4H), 8.39 (s, 1H), 9.99 (brs, 1H). 
I a - 1 9 6 
mp 226-228 °C 

iH-NMR (CDC1 3 ) <5 ppm: 0.30 (m, 2H), 1.23 (d, 6H, J=6.9), 1.2-2.0 (m, 4H), 
20 2.20 (m, 1H), 3.10 (m, 2H), 3.76 (d, 2H, J=6.9), 6.83 (d, 2H, J=8.7), 6.99 (d, 1H, 
J=8.1), 7.46 (d, 2H, J=8.7), 9.65 (s, 1H). 
I a - 1 9 7 
mp 173-175 °C 

iH-NMR (DMSO) 5 ppm:0.31 (m, 2H), 0.56 (m, 2H), 1.22 (d, 6H, J=6.6), 
25 1.2-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.22 (m, 1H), 3.10 (m, 1H), 3.76 (d, 1H, J=7.2), 
6.58 (d, 1H, J=8.1), 7.0-7.2 (m, 2H), 7.32 (s, 1H), 9.78 (s, 1H). 
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I a - 1 9 8 
mp 233-235 °C 

!H-NMR (DMSO) 8 ppm: 1.25 (d, 6H, J=6.9), 1.2-2.0 (m, 16H), 2.19 (m, 1H), 
3.10 (m, 2H), 4.73 (m, 1H), 6.80 (d, 2H, J=8.7), 6.98 (d, 1H, J=7.8), 7.. 45 (d, 2H, 
5 J=8.7), 9.63 (s, 1H). 
I a - 1 9 9 
mp 185-186 °C 

iH-NMR (DMSO) 6 ppm: 1.22 (d, 6H, J=6.9), 1.2-2.0 (m, 16H), 2.22 (m, 1H), 
3.10 (m, 2H), 4.73 (m, 1H), 6.54 (m, 1H), 7.0-7.2 (m, 2H), 7.3 (s, 1H), 9.75 
10 (s,lH). 

I a - 2 0 0 
mp 235-237 °C 

!H-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.3-1.6 (m, 6H), 1.8-2.0 (m, 6H), 2.20 
(m, 1H), 3.05 (m, 1H), 3.45 (m, 2H), 3.82 (m, 2H), 4.47 (m, 1H), 6.79 (d, 1H, 
15 J=9.0), 6.89 (d, 2H, J=9.0), 7.47 (d, 2H,J=9.0), 9.66 (s, 1H). 
I a - 2 0 1 
mp 300-301 °C 

1H-NMR (DMSO) 6 ppm: 1.15 (d, 6H, J = 6.6 Hz), 1.26-1.56 (m, 4H), 1.27 (s, 
9H), 1.82-2.03 (m, 4H), 2.23 (s, 3H), 2.37 (m, 1H), 3.06 (m, 1H), 4.07 (m, 1H), 
20 6.81 (d, 1H, J = 8.7 Hz), 7.52 (d, 1H, J = 8.4 Hz), 7.62 (d, 1H, J = 8.4 Hz), 7.68 (s, 
1H), 8.09 (d, 1H, J = 7.5 Hz), 9.22 (brs, 1H). 
I a - 2 0 2 
mp 269-270 °C 

!H-NMR (DMSO) 6 ppm: 1.25-1.26 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
25 2.25 (m, 1H), 3.07 (m, 1H), 6.80 (d, 1H, J = 8.4 Hz), 7.11 (m, 1H), 7.42 (d, 1H, J 
= 3.6 Hz), 7.48 (m, 1H), 7.58 (d, 2H, J = 8.7 Hz), 7.64 (d, 2H, J = 8.4 Hz), 9.92 
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(brs, 1H). 
I a - 2 0 3 
mp 271-273 °C 

iH-NMR (DMSO) 6 ppm: 1.14-1.54 (m, 9H), 1.26 (s, 9H), 1.63-1.88 (m, 7H), 
5 1.89-2.01 (m, 2H), 2.21 (m, 1H), 2.42 (m, 1H), 3.04 (m, 1H), 6.79 (d, 1H, J = 9.0 
Hz), 7.11 (d, 2H, J = 8.4 Hz), 7.47 (d, 2H, J = 8.1 Hz), 9.70 (brs, 1H). 
I a - 2 0 4 
mp 250-251 °C 

iH-NMR (DMSO) 5 ppm: 1.22-1.39 (m, 2H), 1.22 (d, 6H, J = 6.6 Hz), 1.40-1.57 
10 (m 2H), 1.80-2.01 (m, 4H), 2.28 (m, 1H), 2.98-3.21 (m, 2H), 7.00 (d, 1H, J = 7.8 
Hz), 7.34 (s, 1H), 7.75 (d, 2H, J = 9.0 Hz), 7.91 (d, 2H, J = 8.7 Hz), 8.17 (s, 1H), 
10.10 (brs, 1H). 
I a - 2 0 5 
mp 239-240 °C 

15 iH-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.8-2.0 (m, 5H), 2.08 
(m, 2H), 3.05 (m, 1H), 3.80 (m, 4H), 4.95 (m, 1H), 6.79 (d, 1H, J=8.7), 6.83 (d, 2H, 
J=8.7), 7.48 (d, 2H, J=8.7), 9.66 (s, 1H). 
I a - 2 0 6 
mp 236-238 °C 

20 iH-NMR (DMSO) 5 ppm:1.27 (s, 9H), 1.2-1.7 (m, 8H), 1.8-2.0 (m, 6H), 2.18 (m, 
1H), 3.04 (m, 1H), 3.3-3.6(m, 2H), 3.85 (m, 3H), 6.80 (d, 1H, J=9.0), 6.84 (d, 2H, 
J=9.0), 7.47 (d, 2H, J=9.0), 9.65 (s, 1H). 
I a - 2 0 7 . 
mp 224-226 °C 

25 iH-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.24(m, 
1H), 2.39 (m, 2H), 3.06 (m, 1H), 3.50 (t, 2H, J=7.5), 3.70 (t, 2H, J=6.3), 6.78 (d, 
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1H, J=6.6), 6.83 (m, 1H), 7.25 (m, 1H), 7.27 (m, 1H), 7.54 (s,lH), 9.61 (s, 1H). 
I a - 2 0 8 
mp 275-277 °C 

!H-NMR (DMSO) 8 ppm: 1.27 (s, 9H), 1.3-1.5 (m, 4H), 1.8-2.0 (m, 4H), 2.22 
5 (m, 1H), 2.38 (m, 2H), 3.07 (m, 1H), 3.47 (t, 2H, J=6.9), 3.69 (t, 2H, J=6.6), 6.80 
(d, 1H, J=8.7), 7.14 (d, 2H, J=8.4), 7.58 (d, 2H, J=8.4), 9.83 (s, 1H). 
I a - 2 0 9 
mp 214-215 °C 

iH-NMR (DMSO) 5 ppm: 1.26-1.56 (m, 4H), 1.27 (s, 9H), 1.80-2.03 (m, 4H), 
10 2.25 (m, 1H), 3.06 (m, 1H), 6.59 (m, 1H), 6.81 (d, 1H, J = 8.4 Hz), 6.86 (d, 1H, J 
= 2.7 Hz), 7.28-7.40 (m, 2H), 7.47 (m, 1H), 7.75 (s, 1H), 8.01 (s, 1H), 9.91 (brs, 
1H). 

I a - 2 1 0 
mp 272-275 °C 

15 iH-NMR (DMSO) 6 ppm: 1.31 (s, 9H), 6.59 (m, 1H), 6.87 (d, 1H, J = 3.3 Hz), 
7.41 (d, 2H, J = 8.7 Hz), 7.68 (d, 2H, J = 8.7 Hz), 7.72 (m, 1H), 7.83 (d, 2H, J = 
8.7 Hz), 7.90 (d, 2H, J = 8.7 Hz), 10.03 (brs, 1H), 10.22 (brs, 1H). 
I a - 2 1 1 
mp 251-255 °C 

20 !H-NMR (DMSO) 8 ppm: 1.31 (s, 9H), 7.36 (s, 1H), 7.41 (d, 2H, J = 8.4 Hz), 
7.91 (d, 2H, J = 8.4 Hz), 7.92-8.00 (m, 4H), 8.19 (s, 1H), 10.06 (brs, 1H), 10.38 
(brs, 1H). 
I a - 2 1 2 
mp 241-244 °C 

25 !H-NMR (DMSO) 8 ppm: 1.30 (s, 9H), 1.50-1.78 (m, 6H), 1.81-1.97 (m, 2H), 
4.78 (m, 1H), 6.87 (d, 2H, J = 9.0 Hz), 7.38 (d, 2H, J = 8.7 Hz), 7.61 (d, 2H, J = 
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9.0 Hz), 7.87 (d, 2H, J = 8.7 Hz), 9.97 (brs, 1H), 9.99 (brs, 1H). 
I a - 2 1 3 
mp 283-286 °C 

iH-NMR (DMSO) 5 ppm: 1.31 (s, 9H), 7.12 (d-d, 1H, J = 3.6 Hz, 5.1 Hz), 7.41 
5 (d, 2H, J = 9.0 Hz), 7.46 (m, 1H), 7.50 (d-d, 1H, J = 1.2 Hz, 5.1 Hz), 7.64 (d, 2H, 
J = 8.7 Hz), 7.82 (d, 2H, J = 8.7 Hz), 7.90 (d, 2H, J = 9.3 Hz), 10.03 (brs, 1H), 
10.22 (brs, 1H). 
I a - 2 1 6 
mp 224-225°C 

10 1 H-NMR (CDC1 3 ) 8 ppm: 1.22 (d, 6H, J=6.9), 1.2-1.5 (m, 4H), 1.8-2.0 (m, 4H), 
2.45 (m, 1H), 3.12 (m, 2H), 6.99 (d, 1H, J=8.1), 8.15 (m, 1H), 8.27 (d, 1H, J=9.0), 
8.69 (s, 1H), 10.86 (s, 1H). 
I a - 2 1 9 
mp 270-272 °C 

15 !H-NMR (DMSO) 8 ppm: 1.28 (s, 9H), 1.34-1.51 (m, 2H), 1.80-1.92 (m, 2H), 
2.83- 2.97 (m, 2H), 3.32 (m, 1H), 3.99-4.12 (m 2H), 6.92 (d, 1H, J = 8.7 Hz), 7.57 
(d, 2H, J = 8.7 Hz), 7.68 (d, 2H, J = 9.0 Hz), 8.90 (brs, 1H). 
I a - 2 2 O 
mp 187-189 °C 

20 !H-NMR (DMSO) 8 ppm: 1.28 (s, 9H), 1.31-1.51 (m, 2H), 1.78-1.90 (m, 2H), 
2.78-2.93 (m, 2H), 3.30 (m, 1H), 3.97-4.09 (m, 2H), 6.90 (d, 1H, J = 8.7 Hz), 7.06 
(t, 2H, J = 9.0 Hz), 7.44 (d-d, 2H, J = 4.8 Hz, 9.0 Hz), 8.53 (brs, 1H). 
I a - 2 2 1 
mp 260-262 °C 

25 !H-NMR (DMSO) 8 ppm: 1.12-1.50 (m, 7H), 1.28 (s, 9H), 1.63-1.90 (m, 7H), 
2.40 (m, 1H), 2.76-2.91 (m, 2H), 3.28 (m, 1H), 3.96-4.09 (m, 2H), 6.90 (d, 1H, J 
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= 8.7 Hz), 7.06 (d, 2H, J = 8.4 Hz), 7.32 (d, 2H, J = 8.4 Hz), 8.40 (brs, 1H). 
I a - 2 2 2 
mp 265-267 °C 

!H-NMR (DMSO) 6 ppm: 1.23 (d, 6H, J = 6.6 Hz), 1.31-1.48 (m, 2H), 1.77-1.90 
5 (m, 2H), 2.84-2.98 (m, 2H), 3.16 (m, 1H), 3.33 (m, 1H), 3.96-4.10 (m, 2H), 7.11 (d, 
1H, J = 7.8 Hz), 7.57 (d, 2H, J = 8.7 Hz), 7.67 (d, 2H, J = 8.4 Hz), 8.90 (brs, 1H). 
I a - 2 2 3 
mp 183-186 °C 

!H-NMR (DMSO) 5 ppm: 1.23 (d, 6H, J = 6.9 Hz), 1.28-1.47 (m, 2H), 1.76-1.88 
10 (m, 2H), 2.80-3.16 (m, 2H), 3.16 (m, 1H), 3.32 (m, 1H), 3.94-4.07 (m, 2H), 
7.00-7.14 (m, 3H), 7.44 (d-d, 2H, J = 4.8 Hz, 9.0 Hz), 8.53 (brs, 1H). 
I a - 2 2 4 
mp 232-234 °C 

!H-NMR (DMSO) 6 ppm: 1.12-1.46 (m, 7H), 1.23 (d, 6H, J = 6.6 Hz), 1.63-1.87 
15 (m, 7H), 2.40 (m, 1H), 2.78-2.93 (m, 2H), 3.15 (m,lH), 3.31 (m,lH), 3.94-4.07 (m, 
2H), 7.06 (d, 2H, J = 8.4 Hz), 7.09 (d, 1H, J = 8.1 Hz), 7.32 (d, 2H, J = 8.4 Hz), 
8.39 (brs, 1H). 
I a — 2 2 5 
mp 222-224 °C 

20 !H-NMR (DMSO) 5 ppm: 1.28 (s, 9H), 1.30-1.61 (m, 4H), 1.77-1.98 (m, 4H), 
2.66-2.90 (m, 2H), 3.28 (m, 1H), 3.40-3.50 (m, 2H), 3.79-3.88 (m, 2H), 3.96-4.08 
(m, 2H), 4.44 (m, 1H), 6.85 (d, 2H, J = 9.0 Hz), 6.91 (d, 1H, J = 9.0 Hz), 7.31 (d, 
2H, J = 9.3 Hz), 8.34 (brs, 1H). 
I a - 2 2 6 

25 mp 194-195 °C 

iH-NMR (CDCI3/DMSO) 6 ppm: 1.39 (d, 6H, J = 7.2 Hz), 1.66 (quintet, 2H, J 
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= 6.8 Hz), 1.87 (quintet, 2H, J = 7.7 Hz), 2.47 (t, 2H, J = 7.5 Hz), 3.11-3.22 (m, 
1H), 3.21 (t, 2H, J = 6.2 Hz), 5.00 (brs, 1H), 7.35-7.56 (m, 5H), 7.86 (d, 1H, J = 

8.4 Hz), 8.05 (dd, 1H, J = 1.8, 8.1 Hz), 8.20 (d, 1H, J = 1.8 Hz), 9.24 (s, 1H). 
I a - 2 2 7 

5 mp >300 °C 

iH-NMR (DMSO) 8 ppm: 1.22 (d, 6H, J = 6.3 Hz), 1.20-1.40 (m, 4H), 1.74-2.10 
(m, 4H), 2.20-2.40 (m, 1H), 2.39 (s, 3H), 3.00-3.30 (m, 2H), 6.25 (s, 1H), 6.99 (brs, 
1H), 7.43-7.57 (m, 1H), 7.71 (d, 1H, J = 8.1 Hz), 7.76 (s, 1H), 10.27 (s, 1H). 
I a - 2 2 8 
10 mp 168-169 °C 

iH-NMR (DMSO) 8 ppm: 1.26 (s, 9H), 1.49 (quintet, 2H, J = 7.5 Hz), 1.64 
(quintet, 2H, J = 7.4 Hz), 2.38 (t, 2H, J = 7.2 Hz), 2.40 (s, 3H), 3.04 (q, 2H, J = 

6.5 Hz), 6.25 (s, 1H), 6.89 (t, 1H, J = 6.0 Hz), 7.48 (dd, 1H, J = 1.8, 8.4 Hz), 7.71 
(d, 1H, J = 8.4 Hz), 7.77 (d, 1H, J = 1.8 Hz), 10.33 (s, 1H). 

15 I a - 2 2 9 
mp 174-175 °C 

*H-NMR (DMSO) 8 ppm: 1.21 (d, 6H, J = 6.6 Hz), 1.42-1.56 (m, 2H)', 1.56-1.70 
(m, 2H), 2.33-2.42 (m, 2H), 2.40 (s, 3H), 2.90-3.02 (m, 2H), 3.14 (septet, 1H, J = 
6.5 Hz), 6.26 (s, 1H), 6.99 (brs, 1H), 7.48 (d, 1H, J = 8.4 Hz), 7.71 (d, 1H, J = 8.7 
20 Hz), 7.77 (s, 1H), 10.33 (s, 1H). 
I a - 2 3 0 
mp 194-195.°C 

!H-NMR (DMSO) 8 ppm: 0.86 (d, 6H, J = 6.9 Hz), 1.25-1.65 (m, 4H), 1.27 (s, 
9H), 1.81-2.05 (m, 5H), 2.23-2.35 (m, 1H), 2.99-3.15 (m, 1H), 3.36 (d, 2H, J = 7.2 
25 Hz), 6.80 (d, 1H, J = 8.4 Hz), 7.80 (d, 1H, J = 8.4 Hz), 7.87 (d, 1H, J = 8.4 Hz), 
8.19 (s, 1H), 10.44 (s, 1H). 
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I a - 2 3 1 
mp 221-222 °C 

!H-NMR (DMSO) 5 ppm: 0.86 (d, 6H, J = 6.9 Hz), 1.22-1.40 (m, 2H), 1.23 (d, 
6H, J = 6.9 Hz), 1.40-1.58 (m, 2H), 1.82-2.04 (m, 5H), 2.22-2.37 (m, 1H), 3.00- 
5 3.16 (m, 1H), 3.15 (septet, 1H, J = 6.6 Hz), 3.36 (d, 2H, J = 7.5 Hz), 6.99 (d, 1H, 
J = 7.5 Hz), 7.80 (d, 1H, J = 8.4 Hz), 7.86 (d, 1H, J = 8.4 Hz), 8.19 (s, 1H), 10.45 
(s, 1H). 
I a - 2 3 2 
mp 196-197 °C 

10 !H-NMR (CDC1 3 ) 5 ppm: 0.93 (d, 6H, J = 6.6 Hz), 1.42 (s, 1H), 1.60-1.70 (m, 
2H), 1.88 (quintet, 2H, J = 7.4 Hz), 2.02-2.20 (m, 1H), 2.46 (t, 2H, J = 7.7 Hz), 
3.29 (q, 2H, J = 6.1 Hz), 3.48 (d, 2H, J = 7.8 Hz), 4.26 (t, 1H, J = 6.0 Hz), 7.76 (d, 
1H, J = 8.1 Hz), 7.90 (dd, 1H, J = 1.8, 8.1 Hz), 8.07 (d, 1H, J = 1.5 Hz), 8.39 (s, 
1H). 

15 I a - 2 3 3 

m.p. 151-152 °C 

!H-NMR (CDCI3) 3 ppm: 0.93 (d, 6H, J = 6.6 Hz), 1.40 (d, 6H, J = 6.6 Hz), 
1.62-1.69 (m, 2H), 1.88 (quintet, 2H, J = 7.3 Hz), 2.03-2.16 (m, 1H), 2.47 (t, 2H, 
J = 7.5 Hz), 3.21 (septet, 1H, J = 6.8 Hz), 3.23 (q, 2H, J = 6.3 Hz), 3.48 (d, 2H, J 
20 = 7.5 Hz), 4.43 (t, 1H, J = 6.0 Hz), 7.76 (d, 1H, J = 8.4 Hz), 7.91 (dd, 1H, J = 1.8, 
8.4 Hz), 8.06 (d, 1H, J = 1.8 Hz), 8.36 (s, 1H). 
I a - 2 3 4 . . 

mp 219-220 °C 

!H-NMR (DMSO-ds) 6 ppm: 1.28 (s, 9H), 1.30-1.50 (m, 2H), 1.74-1.88 (m, 2H), 
25 2.83 (t, 2H, J = 11.1 Hz), 3.20-3.32 (m, 1H), 3.94-4.07 (m, 2H), 5.94 (s, 2H), 6.77 
(d, 1H, J = 8.8 Hz), 6.82 (dd, 1H, J = 1.8, 8.7 Hz), 6.89 (d, 1H, J = 8.7 Hz), 7.11 
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(d, 1H, J = 1.8 Hz), 8.38 (s, 1H). 
I a — 2 3 5 
mp 280-282 °C 

!H-NMR (DMSO-de) 6 ppm: 1.27 (s, 9H), 1.26-1.57 (m, 4H), 1.86-2.03 (m, 4H), 
5 2.38-2.50 (m, 1H), 3.00-3.14 (m, 1H), 6.81 (d, 1H, J = 8.4 Hz), 7.29 (t, 1H, J = 8.4 
Hz), 7.43 (t, 1H, J = 7.5 Hz), 7.73 (d, 1H, J = 8.4 Hz), 7.96 (d, 1H, J = 7.5 Hz), 
12.27 (s, 1H). 
I a - 2 3 7 
mp 204-205 °C 

10 iH-NMR (DMSO) 5 ppm: 1.23 (d, 6H, J = 6.6 Hz), 1.29-1.61 (m, 4H), 1.75-1.98 
(m, 4H), 2.78-2.92 (m, 2H), 3.15 (m, 1H), 3.29 (m, 1H), 3.38-3.51 (m, 2H), 
3.78-3.89 (m, 2H), 3.94-4.06 (m, 2H), 4.44 (m, 1H), 6.85 (d, 2H, J = 9.0 Hz), 7.10 
(d, 1H, J = 7.8 Hz), 7.31 (d, 2H, J = 9.3 Hz), 8.34 (brs, 1H). 
I a - 2 3 8 

15 mp 128-130 °C 

iH-NMR (DMSO) 6 ppm: 1.26 (s, 9H), 1.41-1.53 (m, 2H), 1.55-1.68 (m, 2H), 
2.44 (t, 2H, J = 7.2 Hz), 2.98-3.07 (m, 2H), 6.90 (t, 1H, J = 6.0 Hz), 8.16 (d-d, 1H, 
J = 2.1 Hz, 8.7 Hz), 8.29 (d, 1H, J = 8.7 Hz), 8.70 (m, 1H), 10.91 (brs, 1H). 
I a - 2 3 9 
20 mp 256-258 °C 

!H-NMR (DMSO) 5 ppm: 1.26-1.53 (m, 4H), 1.26 (s, 9H), 1.76-2.00 (m, 4H), 
2.23 (s, 3H), 2.39 (m, 1H), 3.04 (m, 1H), 6.80 (d, 1H, J = 8.7 Hz), 7.57 (d-d, 1H, 
J = 2.4 Hz, 8.4 Hz), 7.97 (d, 1H, J = 8.4 Hz), 8.12 (m, 1H), 10.26 (brs, 1H). 
I a - 2 4 O 
25 mp 288-290 °C 

!H-NMR (DMSO) 8 ppm: 1.26-1.53 (m, 4H), 1.27 (s, 9H), 1.78-1.90 (m, 4H), 
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2.40 (m, 1H), 3.04 (m, 1H), 6.81 (d, 1H, J = 8.7 Hz), 7.07 (m, 1H), 7.75 (m, 1H), 
8.07 (d, 1H, J = 8.4 Hz), 8.29 (m, 1H), 10.36 (brs, 1H). 
I a - 2 4 1 
mp 249-250 °C 

5 iH-NMR (DMSO) 8 ppm: 1.28 (s, 9H), 1.34-1.50 (m, 2H), 1.79-1.90 (m, 2H), 
2.74-2.98 (m, 2H), 3.32 (m, 1H), 4.02-4.14 (m, 2H), 6.91 (d, 1H, J = 8.4 Hz), 7.94 
(d, 1H, J = 9.0 Hz), 8.04 (d-d, 1H, J = 2.1 Hz, 9.0 Hz), 8.60 (s, 1H), 9.76 (brs, 1H). 
I a - 2 4 2 
mp 250-252 °C 

10 !H-NMR (DMSO) 8 ppm: 1.24 (s, 9H), 1.27 (s, 9H), 1.24-1.54 (m, 4H), 1.76- 
1.88 (m, 2H), 1.90-2.01 (m, 2H), 2.21 (m, 1H), 3.05 (m, 1H), 6.79 (d, 1H, J = 8.7 
Hz), 6.88 (d, 2H, J = 9.0 Hz), 7.48 (d, 2H, J = 9.0 Hz), 9.72 (brs, 1H). 
136-0290 
mp 250-252 °C 

15 iH-NMR (DMSO) 5 ppm: 1.15 (d, 6H, J = 6.6 Hz), 1.28 (s, 9H), 1.35-1.52 (m, 
2H), 1.78-1.92 (m, 2H), 2.20 (s, 3H), 2.81-2.96 (m, 2H), 3.33 (m, 1H), 3.96-4.16 
(m, 3H), 6.92 (d, 1H, J = 8.7 Hz), 7.27 (d, 1H, J = 8.1 Hz), 7.60 (m, 1H), 7.66 (m, 
1H), 8.06 (d, 1H, J = 7.8 Hz), 8.14 (brs, 1H). 
I a - 2 4 4 

20 mp 211-213 °C 

!H-NMR (DMSO) 8 ppm: 1.29 (s, 9H), 1.35-1.52 (m, 2H), 1.81-1.93 (m, 2H), 
2.83-2.97 (m, 2H), 3.32 (m, 1H), 4.03-4.14 (m, 2H), 6.93 (d, 1H, J = 8.7 Hz), 7.55 
(d-d, 1H, J = 2.1 Hz, 9.0 Hz), 7.94 (d, 1H, J = 9.0 Hz), 8.29 (d, 1H, J = 1.8 Hz), 
8.78 (brs, 1H), 9.19 (s, 1H). 

25 I a - 2 4 5 

mp 196-197 °C 
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!H-NMR (DMSO) 5 ppm: 1.27 (s, 9H), 1.2-1.6 (m, 6H), 1.8-2.0 (m, 6H), 2.23 
(m, 1H), 3.05 (m, 1H), 3.73 (m, 4h), 4.99 (s, 1H), 6.79 (d, 1H, J=8.7), 7.13 (d, 1H, 
J=6.8), 7.22 (t, 1H, J=6.8), 7.49 (d, 1H, J=6.8), 7.72 (s, 1H), 9.78 (s, 1H). 
I a - 2 4 6 
5 mp 242-244 °C 

!H-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.65 (m, 4H), 1.8-2.0 
(m, 4H), 2.23 (m, 1H), 2.71 (m, 1H), 3.06 (m, 1H), 3.43 (m, 2H), 3.93 (m, 2H), 
6.79 (d, 1H, J=8.7), 6.91 (d, 1H, J=8.7), 7.20 (t, 1H, J=7.5), 7.40 (d, 1H, J=7.5), 
7.53 (s, 1H), 9.76 (s, 1H). 
10 I a - 2 4 7 
mp 242-245°C 

J-H-NMR (DMSO) 6 ppm: 1.27 (s, 9H), 1.2-1.6 (m, 6H), 1.8-2.0 (m, 6H), 2.23 
(m, 1H), 3.05 (m, 1H), 3.74 (m, 4H), 4.94 (brs, 1H), 6.79 (d, lh, J=8.7), 7.38 (d, 
1H, J=8.7), 7.52 (d, 1H, J=8.7), 9.76 (s, 1H). 
15 I a - 2 4 8 
mp 272-274 °C 

iH-NMR (CDC1 3 ) 5 ppm: 1.27 (s, 9H), 1.2-1.5 (m, 4H), 1.62 (m, 4H), 1.8-2.0 ' 
(m, 4H), 2.22 (m, 1H), 2.68 (m, 1H), 3.05 (m, 1H), 3.41 (m, 2H), 3.92 (m, 2H), 
6.79 (d, 1H, J=9.0), 7.15 (d, 2H, J=8.7) ; 7.50 (d, 2H, J=8.7), 9.73(s, 1H). 
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I a - 2 5 7 mp 179-180 °C 
I a - 2 5 8 mp 227-229 °C 
I a - 2 5 9 mp 135-136 °C 

nmm i NPYY5ff#[t*tt5iiPtt 

5 fc h NPY Y5$*ft«:3- KtS cDNAEJIJ (W096/16642 *#flg) £ , IB 

m^** — pME18S (Takebe et al. Mol. Cell. Biol. 8, 8957) fcfv— — 
fCo #fe;ftfc|§§I^^ ^ — £ LipofectAMINE t£3i£ (ffifll. Gibco BRL th) «:J!§ 
V^r CHO tfc^ot F7yx7x^v^ 3 y U.NPYY5 

10 NPY Y5 £ 38 3i £ *£: CHO ft! J3£> £> MSI L ft: flg* p p p „ #38 W i- fit 5 It; 

•^fe&tf 30,000 cpm (D[^l]^< -f 9 << KYY ( ftjfttt 60 pM : T ^ — *s -y A lil) 
tHCJ s/-fe-fi»ffi(0.1% W17;V7*5 >£^tf 20 mM HEPES-Hanks 
pH 7.4) 25°C. 2^W'fy*a'5-i'3yLtt, 1% jKy^i^- 

yM!Lfc^7^7^/U^-GF/C C-CitiS L7c c 50 mM Tris-HCl ttffi 
15 pH7.4 ICtffiifi, Jf^*?% — \Z.X -74?VV— ±<D%t;$imnZ 

*fefc 0 200 nM^T'^'f F YY #itTt*S!|^ t> 4# ^ l# :7° ^ 

• -f K YYtt-frldSt-r too 50%Pl*j@S (IC 6 6ft) £ * fc [Inui, A. et 

al. Endocrinology 131, 2090-2096 (1992) fe* * ^ 1 *3 «fc t>*^ 2 t£ ^"T o 

*56&l\Z&Z>1t&Qot£s NPY Y5 ^^^{c^-r 5 KYY (NPY £ fUJ^ 

20 ©tt'S'&MLfc. BP *>#<ffc NPY Y5S«ftK#LT*?Ptt** 

bfc 0 
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t h NPYY6S3£#«:38m£-frfc CHOM£, 2.5mM^ y/f;M fA'dft 
(SIGMA tt) #^ET-C37°C, 20 # n ^ V # a > 3 V L fct „ 
{CfiiS'fk^'feSraSJP L5^f^ ^dp-a.^— ^Of50 nM NPY&T* 10 
/x M 7 *>\<* ayy (Sigma *b) &M*-X 30^m^ i"*-*' - *— f a V L/c 0 IN 
HCl£gsAn L-CKJ^Srf?it L, fct >_U* "f © cAMP i^r EIA kit( Amersham LIFE 
SIENCE*±®0 ^^V^-C^iJ^ bfc 0 -7*>v* =z V i^JWatKii 5 cAMP 
5 NPY <£> #p ffrj f£ ffl £r 100% <bb, £ © NPY flsffi 5 ##13 tc-ffc 5 <ffc-£4fe© 

60% REM* (ICboUC) ^*fe/c 0 IS*^* 1 ~3?4 t*f 0 
* 1 
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so linked as to form a single general inventive concept. 
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